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(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (I) and pharmaceutical!)' acceptable sails 
thereof; a process for producing the same: and drugs containing the same 
as the active ingredient: (J) wherein W, X and Y represent each carbon 
or nitrogen: U and Z represent each CR 2 , NR 13 , nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R 1 represents 
alky], alkenyl, alkynyl, NR 4 R*, OR 6 , etc.: and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(1) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome. 
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rn/i/^n yu t°V^[tiSiaT- (Corticotropin Releasing Factor : CR F) It, 1981 
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CRF© iot #|fc $ ftfc A C T H ft, BUf&SfA^b©^ A-f" V* - 

5 ^^"tS^W^^^iliS-t-So ctoT, CRF«:rtbb©»l6©WifflSH 

HUB, CRFi^ol, ^PStW©S#t-*3V>TJBTili*l^*^TV^ 
drCOfg^^^^ [Science, 226, 1342-1343 (1984) ; Neuroscience and Behavioral 
Reviews, 22, 635-651 (1998) ; J. Endocrinol., 16£ 1-12 (1999) ] c 
10 ^fej^Hc^ CRF drS^(D^0(DP#^^$nTV^ o ft 

S£H?£ [Science, 222, 1561-1564 (1996)] N [Endocrinology, 121, 

5747-5750 (1996)] % i8IM£l§j£&i¥ [Am. J. Physiol, 252, G582-G586 (1987)] % 
[Psychopharmacology 122, 1 84-1 90 (1998) ] N t. 7c (ij^jfn. [Soc Neurosci 
Abstr (Nov 4-9, New Orleans) , 807.5 (2000) ] fjEj&Sjfe 5 e 
15 -37, CRFtt7 hV^^t^<||^oTV>5 0 CRFSrflg^^ 

bH5 [Nature, 222, 331 (1982)] „ 
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R 3B COR 7B #^Pt c ) 

$ n 3 ik&W cry ^mWftvm t L T $ fix V ^ c 

10 (3) WO98/08847 ^-^Wi^iL (C) 



A c M»;£f c teCR 7C £»U 

B c (iNR K R 2C x CR IC R 2C R ,0C , C (=CR 2C R 1K ) R 3C , NHC 
15 R 1C R 2C R 10C , OCR lc R 2C R 10C , S C R 1 C R 2C R 1 0C N CR 2C R 10C 
NHR 3C , CR 2C R 10C OR ]C , C R 2C R 1 oc S R 1 c ^tz\tC O R 2 c %mt> 
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20 D C &J;OTS2^;H^M&&LT, g£ N CR 4C , C = O n C=S, fltH, 
KH, CR 4C R 6C :fc«fcimR 8c 3&>b5§#l$*U 
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7 A 7^A 7/^V^-OH, CF 3 fT'fc^ 
15 R 6C tt-7 3i^K t°y>vK t^v^K bfUSv^K t c ]i^^/^fc^ 
1 ~ 4 j@©f iSR ' 3C -Cffi|§iXT* tl , t^l F,©f«S©rt 1 ~ 

T*f\ ^^©I^Scrtlie/n^, 3-h\ OH, 7/1^ 

l^-OH, 7**Uy-0-T»*» s ^7 A CF 3 , ^hn N 75 A 
20 7^7-;/, ^T/Udf-^T^y*T?&5. ) 

X°7fii5tl% jjL C R F ^fl^H <h LTii77^$^XTV^§ c 
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10 (ii) C 1 ~ 8 T/^/K 

(iii) C 2~8 7;V^/K 

(iv) C 2 ~ 8 7Vl"*-=/K 

(vi)CF 3N 
15 (viOfTV, 

(viii) - fD x 

(ix) N R 9 R 1 0 (£<K R 9 *5j:^R 10 l«tim3jfe^LT. 

(i) **JW-?\ 

(ii) C 1 ~ 4 77l"¥/K 

20 (in) c3~io©«l< « - m^mrn. 
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f 5 3~1 OM^¥il^L<rj:-^5t:^^T-gm^tl7tC 1-47 
5 (x)OR n (S<^ s RUfj 

(ii) C 1 ~4 7/Mr7k 

(iii) C 5 ~ 6 (D&mVk, 

(iv) i~2{i(75g^^ imommm^xu/ttzmmcomnm 

(v) C 5 ~ 6 (Dmmi> L<ltl ~ 2{®CD^J1^ 1 JB®!ft*lK?fe 
(xi) S H, 

15 (xii)S(0) n R 12 (it, nttO, ltfcft2^U R>*|1 

(i) Cl~4 7^/K 

(ii) C5~6<&##3k 

(iii) l~2ffi©»^ % l^©K*^*3«kt5/*fcf4ifi©aiii!S 
20 <fc)C5-6©«*j^L<ttl~2fl©»JK^ lfl®**JK?*5 

^feCl~4 7;^^f c ) N 

(xiii) COR 11 , 

(xiv) COOR 1 \ 
25 (xv)CONR 9 R 1( \ 

(xvi) C 3 ~ 1 0 to&m t L < tt H Si^lf ^ 
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(xviii) w>fyWfr. CF 3X OCF 3 , V7Js -hPs NR 9 R 10 v OR 
l \ =N-OR , \ SH, S(0) n R 12 , COR 11 , COOR r \ CONR 
5 9 R 1( \ C3-1 OO^ftjKttlM^ *5<tt) ? l~4#l^^^-> 
.1. ~2fi©g|&]g-?fc*±t//3-fcte 1 - 2fSOIJfijtJ^ J f 3-10 

1 ~4 7;^/^ibU 
R 13 (i 
io (OzkSfJJiH^ 

(ii) C 1~4 7^;K 

(iii) C2~4 7^^/K 

(iv) C2~4 7/K=;K 

(v) c 3 ~ 1 0 (D^m hL< n-m^mm, 

15 (vi) 1 ~4ffl©SE*lS^ 1 ~2ji(^)^^feJ:t) $ /*fc{ll ~2j@«L 

(vii)c 3~i o©¥mt> l< te-^^^x% sitztei-imvmmm'r, 

1 - 2 fiOK#])K^*J 1 ~ 2 ffloaHfll?- 3-10 
20 — ^¥^^fc«-fi^^^L, 



ftCl~47^K Cl~4 7/^^ /Nn^VJF^^it^CF 8 d>b3i 

tfcteglfli^ »JF^tfcM^T-^^>^< t h 1 4-6 
25 M^St^^frU 
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(i) 1 ~ 5i©R 1 4 Trl&£tLTl^^ t < MRH^C 1 ~ 8 

(iO i~5m<DRi*vm£nx^%frhL<imwm<DC2^8T;ut-^ 

(iii) 1 ~5m<DR l4 Tmm£KX\,^frhL<tem&<DC2^87»* = 

(iv) N R 4 R 5 (^cj3 N R 4 joj;LN'R 5 rj;-e^^3i LTN 

(ii) 1 ~ 5ffi©R 1 7 -Cgm£*lTl^^ L< liiij^©C 1 - 1 5 T 

(iii) 1 ~5®<£R I7 T-S&$;ftT^,5^ L<|j:»©C 2-1 5 

(iv) l-5fiOR"T«**ixTV>5^ KlijSBIOC 2-1 5 

Wi-siWR^tt^ti^^HKfiii^cs-is^ 
(vi) 1 ~5i©R 1 8 Tgm£*iTV^;^ t < tiMM^O l ~4fi® 

(v)OR 6 (g^K 

(ii) C 1 — 1 0 

(iii) C 2~l 0 7/^-/K 

(iv) C 2~ 1 0T^dr~/K 

(v) 1 ~ 5 ii <D R >8 Tit* 3 *,Tl^ 5 JM> L < ttfett&O C 3 ~ i 5 © 
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(vi) 1 ~5^©R 18 ^ft$>.£riTl^/?Pt> L< ^M^(0 1 ~4i®<7} 

m-tz> 3~i 5jt©)W£4>L< it-m^mm, tutn 

(vii) ^n/r>Ii^ % CF 3 , OCF 3 , ->7A - fn, NR S R 1 ° s O 
5 R'\ ,=N-OR n , SH N S(0) P .R 12 , COR 3 \ COOR ] \ 

CONR 9 R ] \ 1 ~5{®©R 18 T-fi^$^XTV^^^ L< te&Sg&© 
C3-10©^lt)L< " gt^SSgi, io J; 0 1 ~ 5 H©R 1 s Ttt& 
^^tTVN^^t t< tt&ftft© 1 ~4fi©SI*m : f-> l ~ 2<B©K5R® 

^asitz/^fctt: 1 ~~ 2 mtDmnm** s~i ob^^ss^ 

4 7;^/^i^t. ) , 

(vi) SH, 

(vii) S(0) n R 7 n«Suf5<t[HCS*^S^L s R 7 f3 
(i)Cl~8 77l"*7K 

15 (ii) l~5i(DR 18 l;-It^^-Cl/^^t)t<|j;W©C3~l 0 CO 

(Hi) 1 ~ 5 ii © R 1 8 cSfoTV^S;^^ L < tt^g^© 1 ~ 4 m © 

20 (iv) l~5fli<Z)R 1£ -effi^$nTV^5/i)^L<(itegm©C3~l 0 

©^ ti< it-&3Mmm-e. £ fc « i ~ 5 is© r 1 8 -eg$ £ tin ^ 

5HL< fcmW&V 1 ~ 4 <@©^ff 1 ~ 2 fi^K^JgtT-^ i 

25 (viii)COR\ 
(ix)COOR 6 , 
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(x) CONR 4 R 5 , 

(xi) NR 8 COR 6a (S^ R 6a H 

(ii) C 1 ~1 0 
5 (iii) C2~l 0 7;^'/K 

(iv) C 2~ 1 0 7^*=/K 

(v) ^n^>IS^ N CF 3 , OCF 3 . V7A - fn, NR 9 R 10 /O 
R ii % =N-OR n , SH, S(0)„R 12 s COR 13 , COOR 11 , 
fcillCONR^ 10 ^ bltf^ft 5Sl~2 fi§Tg& £ ft W S C 1 ~ 

10 4 ) x 

(xii) NR 6 COOR 6 (g<K R 6 mt1lfB<h^CS*&»U R 3 ^ 

(i) 7K*I^?^ 

(ii) C 1-87M/K 

(iii) C 2~87;H=/K 
15 (iv) C -2~8 7;^^K 

(v) 1 ~5$©R 18 T*K&$ft-0^a><bL< f*&ff&<E>C 3-1 0© 

^iti< stylist 

(vi) 1 ~5f@<DR J8 -eS^$ftTv^?5^ U< fl^fi^© l~4l@0 

(vii) ^n^JR^ CF 3 , OCF3, V-7A NR 9 R 1( \ O 
R'\ =N-OR ! \ SH, S(0) n R 12 , COR a \ COOR 11 . 
C0NR 9 R 1C \ l-SffiOR^-Cffi^ftTV^^ L< ItmM&V 

c3~io«n< »::ats$*«> *s j; t* 1 ~ 5 m<o r 1 8 
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(xiii) NR 8 CONR 4 R\ 

(xiv) l~5jlil(DR 15 -c•am$^^TV^^^^L<{^^•fim^C 3-1 5 <DW 

(xv) 1 ~5H<DR 15 -Citm£^T^;5^t L< timM&(0 1 ~4{SKOMM 

i ^ 2m(ommw^a ^xi/^tzit 1 ~2isc«jfi^£r-a;f-f 5 3~ 

R lla te(i)7kSfHfH\ (ii) C 1 -4 7/^, tfcfl(iii) C5~6CO^^ 

io ttzni~2m<D£mm*, im<o^mm^xu/^tzitimom$km^ 

^-a ^-f § 5 * fc 6 *©^ffl£-Cg& ^/:C1~4 T/V^/VS:**? U 
R 14 fi(a)^n^>J)!CT\ (b)CF 3v (c)OCF 3 , (d)y7A (e)~fp, 
(f) N R 4 R 6 n (g)OR\ (h)=N-OR\ (j)SH N (k)S(0)»R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R 5 , (o)NR 8 COR\ (p)NR 8 CO 
15 OR 6 , (q)NR s CONR 4 R\ (r) 1 ~ 5 iM<DR 1 ^M^tlX^^^h L 
<f*&&g&©C3~l 5©Mtt<tt-I^iI, &fcf*(s) 1~5<@<£ 
R "Ttt^HTV^^'b L < 1 ~4#KD»j^ N 1 -2B(D 

mmm*#£xf/'£tite i ~2ii^^^^^"i-a 3~i 5^<D^mh 

20 R 15 |j:(a)Cl~8 (b) C 2 ~ 8 T)V>r~)V^ (c) C 2 ~ 8 TVV^ 

-/K (d)Cl~4 7/V3^ry (Cl~4) T^3-/K (e)/M3^>jf.T- N (f) 
CF 3 , (g)OCF 3 , (h)^>7A (j)-fn, (k)NR 4 R\ (l)OR<\ (m) 
SH, (n)S(0) n R 7 > (o)COR 6 , (p)COOR\ (q)CONR 4 R 5 , (r) 
NR 8 COR\ (s)NR 8 COOR\ (t) N R 8 C ON R 4 R \ (u)l~5jg](D 

25 R 20 T§$£nTl^^L<«g^C3~l 0 & L < « 

^SfSSs (v) l~5{@©R 20 Tg^$^^TV^^^^ i L<«^ttm<7)l~4fi© 
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&3~1 0A©^Ht>U<rtrS|5*tt*«s (w)^n^>j^T-, CF 3 , OC 
F 3N ->7A NR 4 R\ OR 6 , =N-OR\ SH, StO)^ 7 , 

COR\ COOR\ CONR 4 R 5 , NR 8 COR\ NR 8 COOR 6 , NR 
5 8 GONR 4 R 5 , 1 ~ 5|@©R 2 L< fi&H&©C 3 

~i o©¥» i bL<n-ai*K*^ fcit/i ~5{icDR 20 -ee&£;ft/r^ 



10 R 17 te(a)^n^yjf,-f- N (b)CF„ (c) OCF 3 , (d)^7/, (e) - h n , 
(f) N R 9 R 1 °, (g)OR n \ (h) = N-OR 1 \ (j) S H, (k) S (O) „ R 1 2 , 
(DCOR 13 , WCOOR 11 , (n)CONR 9 R'\ (o)NR 8 COR 1 \ (p) 
NR 8 COOR 1 \ (q) N R 8 C O N R 9 R 1 ° x (r) 1 ~ 5 1@©R 1 8 a T*ff&$n 
TV^a>t>L<te4K«&©C3~l 5©^Ht> L< fi~3!tSLK3lfSI, 

15 (s) l~5il<DR ls '-?WM£tlX^%frb L< tZmW&:<Dl~4te<Dg.M]% 

R 18 ft (a) C 1 ~4 7M;K (b)C2~4 7/^^/K (c)C2~4 7/^ 
-/K (d)^n^r>jg^ v (e)CF„ (f)OCF 3 , (g)V7;, (h)~hn, (j) 
20 SH, (k)S(0),R 12 , (1)NR 9 R 10 , (ra)OR ] \ (n)COR n , (o)CO 
OR 11 , (p)CONR 9 R 10 . (q)C5~6©^ (r)l~2e©i», 

i tioEt^im^fc «t titm m (Dffi.nm* a 5 * £ » 6 a©* 

Hat, £fcte(s)C 5~6<Z)M*^^fc{il ~2{mOg^J^-?, lf@©If*Jf 

25 tlfc C 1 ~ 4 T^/V-CS^^^fc C 1 ~ 4 TATA'S b U 

R 18, tt(a)Cl~47M/K (b)C2~4 7/^/K (c)G2~4 7^ 
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=3r-7K {d)^uyym*> (e)CF 3N (f)OCF„ (g)'>7;, 00= hn, 
(j)SH, (k)S(0) n R 12 , (1)NR S R 1 °x (m)OR u \ (n)COR'\ (o) 
COOR 11 , ;f;7c[t(p)CONR 9 R 10 £g?t>U 

R 19 «C 3. ~4 T/U^/K Cl~4 7/1'3^ 'Ma^M^ CF 3 . O 
5 CF 3 , ->7A ~hn, 7^ J. NH (Cl~4 7^;V) N *fcf4N (C 
l~4 7;^;v) 2 £Sl*?U 

R 3 fi(i) 1 ~5{liOR 16 (cJ:oTttm^^T^^C 5~1 0©M1)L< 
fi:iSt5*$*aL 3; fete 

(ii) 1 ~5i@OR 1 5 tC iotfi^tLTV^ l~4{i^g^^, l~2i© 
30 I^J^^^i^/*fetel~2jioailJ^^-aWT ; 5 5~l 0 J|©l|igt 

R 16 fi, 

(a) Cl~8 7M/K 

(b) C2~8 7;^/K 
15 (c)C2~8 7;^^;K 

(e) CF 3> 

(f) OCF 3N 

20 (h) =. b P N 

(j)NR 9 R 10 , 

(k)OR'\ 

(l)SH, 

(m)S(0) n R 12 (fc£U 7*=7l^-*l4jft<) , 
25 (n)COR 11 , 
(o)COOR'\ 
(p)CONR 9 R 10 N 

15 



WO 02/(153565 



PCT/JP01/J158] 



(q)NR 8 COR 1 \ 

(r)NR 8 COOR ! \ 

(s)NR 8 CONR 9 R 10 x 

(0 c 3 ~ i o oiii) l < fe-m^mmm, 
s (u) i~~4®<Dmmm*. i ~2m<Dmmm*&*.T$/*fciz i ~2^©^n 

(v)^P^VjjjH\ CF 3% OCF Ss V7A -hn, NR 5 R'\ OR 11 , 
=N-OR 1 \ SH, S«D) n R ]2 N COR n , COOR'\ CONR 9 R ] 
\ NR e COR ! \ NR 8 COOR 13 > NR 8 CONR 9 R 10 N C3~l 0© 

fcfc'U (1) X&iawa^gfjl^ Y*5j;tfzasS*])K-?\ U^CR\ 
15 ^OR'^OR^tbtit, R 3 ^i{@©^p^>-ea^^^fc7^=/K 
1 ffi © h ]) 7 n 5vl-Tg & £ 7 * ~/K by 7;^a^f;l/fcJ; 
0^hPT'fflm$tlfc7^^yH^fe$T\ (2) X. Yfc.fctfZas^sfsjn 

(2) ^bCM3£^& s 

(3) ^tlb^W-f-5CRF^^^Ij^Mi--5 0 

-^^vK ^3r->7K .^:/5vK ^ W-SfcJ:^-^^^ 
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A3fy;K ^y^fvK ^-^^-/K ^ =wK tV/K £ ^ 
r i/jv \ Kx f/K h y x f/K Tb77 , ^ v $ -r vvi'Sfc* ± £ ft 

i n ft b ©Ittfr SrSflH" 5 e 

10 ^ntVK :/fvK '^fvK ^^rV/K ^fvl'S 

-^drir^/K ^dff-v^— /K ^/r^-'K ^tt^v^—zK 

^jBfl^f T*fflv>5C 2~i 5 7;^^^i:li, l ~ 3 fflOHMfirfrfctf 
15 -f^^^/K 7"d tX ^#v^K ^^/K 

20 /K t#v^l~/K !7>xir^yK Kft-;K hy-f-fe— /K 7f7f'-fe 

25 S^tVK y"ntVK :/?vk ^^tVK ^vvK ^tvK ;^9vi/g 
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T'DtVK ^fvK ^^y/K -^T^vK ^^vK 

^y^i/m^/K ^ ^ v?a:=/W N rv--/V N 

ry>x'->--;K M^7^K 7^77V-;K 

ffl/»T'ffit^Cl~47^3drv' (Cl~4) 7/^i(l ^ h 
15 Mt5 c 

«t^t'jiv^c4~6Kistii c 4 ~ 6 ©&*at7 y — * 

L< J4£ff|W*fi&?q Ltch latiZ,, WittiCs y^uy*? 
>\ y? a^<y? y, y? u^^y-y, y? v^y^y, y? v^*-ty s 

yy u-^^-ty, y-y u^yy-y^ yy v^.$r±y s -y? u^y$ is 
^y s y^P^t^x>, ^yn'ym^&mf b%iZ> 0 
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^<y$y s *y# u^^-fy, i/$ v^7°? y s ^d^t^ v^d^^t 

^^^ffj^^-c^v^^ c 3~i 5<D^i>L<&-m&i%mm\at, c3~ 

10 i/^p^>"T>\ v-^ n^^rir yf X3^<y$i/^y s y^a^^-^-iy^- 
>\ -<yify, ^y^yy s ^yfy, 1-7? ^y 7Xyy, ^7°5>yy, 
s<— v Kn^y^yy> ^y^'y, t Kn-^yfX rh^t Knt7 

t Kot7^yy, /<— t Kn7Xl/y, ^— t Fp-^T 9 ^^ 
>\ t'v^P [3. 1. 1] -^y^^ii^^lf btiSc 

p^7°^y, is? u^y=fy „ y^n^ty, o-^:/^ ^ v 1 ^ o-^ 
^^v>^i> N v-^ D^^f-^^iy-, v-^y p^t 0 ^ v^>\ >\ 

20 uy, ^yf'y, ?-:7^u>\ rxvy, /<— t Kn^yy> -iytfy, 
s<~ t Kn^yfX 7f7tFot7^yy, /^tKDT7^y^ /< 
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t c D-;K Tf7tFo77^ ^tKD77>\ 77^ Tb7kKof 
^7^>\ v^t Knf j7iy x =?$-7^ s kXj)^ i^tKnt^i/ 
> N k^yy, 7^t KPt7^ ytFot 1 ^, t°7>\ fF7t K 

5 1#» ^ T»ffl ^ § i ~ 2 « © jg^ , i m (ommm*& <t t>v * tc & 

10 fy^v 5 ^, 77>, t c 7^, ft7xy v ^T-f> (^i-k°7» , ^"^r 

t^US^ -f^Vy>, ^^V^yy, t"7/!)>, fc c 7 
y'U fc°^7v^ Knt°y 5i?y N /<-t Knfc-y^v^ i> 

tKP77^ 7f7tFD77>, f- h7 t Kp fc°7>\ v> t 
15 rf7tKnft7iy v ff7tKnf7'fy, ^/i//fry>\ 

^*y 

fcfii ~2{@«L^+^^^i-^ 3~i o^©¥^t> U< 
20 it^lm^^-a *H"5 3 ~ 1 0MO^mt> U< {i~^^I^T y -/K 1 7c 

MifiL/ci - AmcDg.mm*. i-2mmmw^axu/%tziti^2 

LTfl, fc c n-/K yf^yy^ JK ^ yy ^ )V ^ YVTy*-;v s t1^7^ 
25 /K t?yi^>\ t°!l v^y, t°y^"i/>\ Ti=ffc°>\ iyXiffc'V, 

7yy, t:°7>\ ^-dri?t c ^, ^7^^ ^T-Y ^ (^tr^X) , 
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ift°> N -o-k-^k ^y^yK-/K ^yKpv^y, ^77^ ^y 
5 ^y^77y ^yy^7i^ 'fy^yW^iy, ^y^/-;K 
^7!)y ^y^;!iy 7^7^ t7f^yy, ^y^ 

-y-yy% ^tyuy ->>yy>\ ^yy^iJ-y— /k ^yyt^ti?7 
y— /v, ^y/f7^-;K ^y^-f 5 y y— /k ^yyy^f^ ^yy* 
f7y7y-/K -<yy h y ry-yv^«tf b2x§o 

10 huIBLtc ] ~4j@Og^Ji:^, l ~2jll^@tSIJI : f-^J: W^fctt l~2 

^ N t°u y ^ t c n y y>>\ ^ ^y y >\ ^ ^y y t°7 y y y> 
t'r/i^y ryryyy, h y ry y x h^y y >\ t vvy y 
is t°^yv>> N t-^^^y, v>t Kc3 t°y 7f7tKnt^yy N 

y^Kok^yy Th^t Kpt^yyytKok'y v^y zin 
Ko t° y 5 t Kn t°y 5 s>t ko try rf7t K 

ptl-^y ^— t KDfU^y yt KnTift°y N rf7t KpT 
ift°>r N ^ e -fc KnTift°>-\ v>t Ko v^Tif fc°y\ r^t Kn^Tiftf 

20 y, t Kni/71ft c >\ ^V7y ^-^rir^y, ytFo77y T 
Yyt Ko77y -yt Knk'7y Tf7k KDf7y i?K Kot^t 
tV, 7"h7t KPi^tk°y Kot*t^ f^7y 

>\ i?t Knf *7iV, 7b7kKnft7xy ^tKoW^ (v 5 
t KDftk s 7y) * x b7 k Kofj^y (fh7t Knftt"7» N 

25 KPfxtV, rl-7k KPfxtV, fc KP^t°y N ^"drf-y 

yy (^kKp^fy'^H v wyyyy (ff7kKnW/- 
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y (r^t KafTy 5 -^) , v>k Kn^yf7y-;K r^t Kn-f 
5 yfjy'-;K ^i^yy, ^^/v* y y, y>Ky>\ 4 y-f y KD y, 

S?t'Ko^/77^ k Kn^yy*77y, i^k Kayy-^yy'7 7 

y N /<—t Knyy^yyyyy, Ko^/Wiy N ^-t Kn 
^yy~ft7iy, v>k Ko-fy^ywiy, /<— t Knyy-^y 
5^7^, v>k Kn-i'y^V— ;W t RpyyyV-;K v>k Kd=¥ 
10 /!)y, ff7t Kn^y y >\ ^-k Ku^f/ y y N y>t Kn-T y^y y 
y, 7f7t Kn-Y y^y y y N /<—t Kny y^y y y, v>k Knyy 7 
v>y, rf7tKP7^7vy, ^-tKn7^7^y, Kot7f P 
v>y, 7h7tKot7f!J-yy, ^-kKnt7f!Jyy v yk Kn^r; 

15 ^tyyy x 7h7tKD^ty*yy N ^-tKawyy, ytFpy 
yyjy> ^ h7 1 Knt^yy y ^tKayyyyy, i?t ko^v 
i/^-^-f-y*— 7W /n c — t KD^yyt^rty>- yv> v>k Kn^yy^jy*- 
/K k Kn^y*f 77*- /K v>k Kn-^y/y ^7-;K /*—fc K 

20 ■fjy?^ 7n-vy yyy n-^y^^W b^^ c 

mm b/c i ~ imvmmm^, i ~ 2 m^mmw^^ £ v/* fc» 1 ~ 2 
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UvUMMLttttlrZ 3~l 5m^M-hL<n-m^Mmm7V-^t 
LXtts t°p-;K -f**V-/K t c 7y-;K M)7y-;K rf^/- 
/K t°yv^ N t^v^ t°y*i?y, t-y^y, 7-tft°>\ ^Tift 0 ^ 

^-^f-v>r^> N ^*iHft o >\ ^-y-^rif t°y, fry-/K ^y^r 

ift°> v a\ ^y-r^K-;K ^>kp^ ^'77^ y 
W7 7^ -o^y^;^^, ^y^yy'fi7iy, -YWV— /k 
10 ^/y^, yy=¥/y>\ ^yyyy, y*7v^ t7f 

-y-y>\ wyy v yyyyy, -o-y^-y-y— /k ^yy^-ti?7 

v^Tiff^, ^^yhyry-zw ^^y^iHf t*>, -oy^-^f-^r 
15 ^y^if^JMfcWtf ^tLOc 

WIS t 1 ~ 4 IB ©^HJ^f- , 1 ~ 2 f@ ©^mj©-7-*5 =t tf/ * 1t Mt 1 ~ 2 

3-1 5l©Mt> L < J2 -SS^^ST y -;KE> 

y s t c p y > N t c p y v 5 ^, y ^ *v y -r 5 *v y ^ t°7 y y >\ 
20 t^y'y^y byryy>, byryy t h^yy >\ r Yy^/v - 
v?y, tvjj^ t'^v^ i/tKotlv'y, rfytKot^^y 
y^Knt'7'yy rfytKPt'r^ y"h Kot"!) v^y rh7k 
Kp t°y 5: i/y s ^ c -k Rp t°y 5 v^t Kp t e y ^'v^ n t b 7 t K 

of!)fyy v Knt'y/v'y v>t KP7-t?t°>\ 7f7t KpT 

25 iffy, /^ c -t KP7f k°y, v^fc KP^Tift 0 ^, 7f7t KPv^Tift 0 
>\ /<— t KPi/T^t°> N ^3^7^ ^-^r-t^^, ytKn77y 7" 
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f7t Ko7 7>, ft Kn t°7>\ rb7t Kd t c y > n ft Knt^t 
t c >, 7f7t KPt^rttV, ^tFoi-Ht c y, f^7>x 'f-^i? 
> N ft Knft7x> v x F5t Yuf-T^y (f 

t Knf*1^7^) ^ T^t Vvf-TJ > (fh7k Knftt'yy) s 
5 ft Kn^t°> N rf7t KnfxtV, fc Kof^fy, 

V>' (ft Kn^f-y*-/]/) N ^fyly> (rf7t Ko^f-^- 
/V) , -7tKn^y^ty-/K 7h7tKt"fmty-;K 
i/7V*y> (ft Kot^rtv 5 /^) s ^-^if^Ti/y f^ h 7 t 
KD^WTy-^) > f7y f U7 (i?k Kof 7^) , f-TVUf 

10 > (7F7tKnf7y-/V) N -7kKo^7f7y-/K 7h7tKn^ 
7f7y~;K ^i^yy\ fto^Jix y>Kyy\ y^r y K!)>, 
ft Kp^yy*7 7^ t Ko^y/77y ft Kp^y^yy'7 7 
>\ k Kn>fy^y*7 7^ ft Ko^yyWxy, /n c — t Kd 
-<yyWxy, ft Kn^f y^yy*fT7xy > t Kn^y^yy 

15 ^y-y^y\ ft Kn^y^y^K t Kc-f is?*/— A\ ft Kn^r 

y y > N 7h7t Ko*y y >\ ^-t Kn^y y y, ft Kn^ y^y y 

y\ 7^7t Kn^ y^y y y N /<~t y^y y ^ t |fo7^7. 

f^> 7f7tKn7^7'7y /^tFD7^7vy S?t Knt7f !) 

fy^ 7f7tKot7fyyy /-tKnt7fyyy -ytFo^y 
20 ^rtyy 7f7t Ko^y ^f-y y, ^-t Ko^y ^f-y >\ ft Kn 

=3r-7-^y^ 7F7tKndftyjJy ^tKcWJI^ ft Kef 

y/uy 7Fn Knyyy y > N /n°— t Fpyy; y y% ft Kn^y 

y^^-T-y-^K t Kn^yy^^f-y'-zK ft KD^yyf/y- 
/K t Ko^y/f7y*-/i/, ft Kn-^yyV^yy-zy /N-t K 

25 a^yy-f 5^y—7K f t Ko^yyr-t? t°^ N rh7t Kn^yyrf 
t°>\ f t Ko^yyt? Tif t°y s 7h7tKD^yy^7fb'y ft K 
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v'j^ty, ^^ifv 5 ^ v^3riM^y\ yn^ N ^y^nvyi 

^toi^-c/bv^ 1 ~ 4 e ©gasmen 1 ~2m<DW&m*&£xf/ti 
mm t ?t i ~ 4 mvmmiM^, i ~ 2 «t tr/* ^±1-2 

LXli, t c n-/K ^5^V-/K t°yy**-/K h!)7y-/K Tf^V- 
;K t'y^, t°yv^ t°y^v>> s t°yy"v>>\ Tift°> N v>Tift°>, 
y?>\ 3r*±t°>, fiky^V, =f-TAV (^t°7^) N ^ 

15 xdri^v 5 T^^> #^rf-ift°>, ^-y-^Xif t°>\ fjy-;K AV^T 

if t c >\ ^ v K-;K >f y-Y > K-/K Y^Kyi/^ ^y/77 >\ -Y V 

^/7 7y, ^yfi-7i^ ^y^y/ft7xy, j^yy— /k * 
yy>s ^y^y!)y> ^yj^ 7^7^ t7f u^y, 

20 !i a ^t/!)y, y>7!)>, '<l/-/1r*W-~JK <*l/*/**WT V 

-;w ^yyfjy-/K ^yyy^y-;K ^yy7 7f>, ^vy*?- 

MIS t 1 ~ 4 fiOMJDfi-?- v 1 ~ 2 £ OKXJDg^iS ± Xfi/t tz. \± 1 ~ 2 

floatnis^&^-t-s 5 ~ 1 oa<z>¥atk t < tt-jR^sc^aiT y 
y>\ Y^vyyy ^y*y^ fc 0 yy*y^>\ hyr^y>, hvr 
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KPk°y-yy N rh7t Kntlv?^ xh?kKPk c 

i> k K n k° ]) ^v>y, rh7t Kot'i) k Kn t° y ^y 

y N v?kKn7f k'y, rf7k Ko7f tV, ^-kKnTfkV, yk 
KPv>Tifk°y N zF7t Kov^Tf t c >\ /^-k Ko^TifkV, vfc K 

P77>, 7f7tFD77>v Tf7tKDt'7 y x v= 

k Ka^-^i?k°>, t hyk Kp^ir k°y, ^-k KP^irk-y, v=k 
Fnf^iy, 7f7tFnfj7i^ ytHnfj^y (yt Kof 
^k° 7 y) s rf7k Knf-T^y (x f y k KpfTt^^) , ytKn 
f-^k°y x rF7t Knfxk'y, k Kn^j-k°>\ ;^-y-y*yy (>- 
k Rp^f-y-yiyj % j^rtyy^y (j^t Ka^-^-ry'-/i/) % y 
k Kd-T y^-^f-y-yv, rf7k Kn-f yi-arfy^K ^1^7^ y 
y (yk Kntdftyjy-^) N ttWTy*}) v=y (yhyt Kp^^ 

tyry^) „ fjy'yy (yk Knfry- /v) % fjy'yyV (x h 

7kKnf7/^) \ ykFp-fyf7y , -;K.7f7kFn^yf7y < 

-7K -^^^ y y, r^^y-ft y y, y y k y y, -f y y y k y y N i?ti? 
n^yy77y /^t Ko'<yy i 7 7y, ^tF'D^y^y/77y 
-k Rp^f y^yy~77y v>k FP^y/f j7xy, /N e -k Fn^y 
^y^y, v't F^fy^yyf^7iy v ^kF'p^y^yy , f^-7 

^y, yk Ko^y^y-;K k KD^y^/-;K y't KP^r;!iy, 
x h7t Kodf-y y y x /^t Kn^y y y N yk Kd/ y^y yy s 7 f 
7k Rpy y=^y y y, ^-t Rp^y^y y y N yk Rpy^yy, x 

F7kFP7^7i/y /N'-tFo7^7yy y^Fnt7f^y>, x 
Yyh KPx7^y /^-k F'Pt7fyyy yk Kp=¥y^i7-y y, 

x F7t Ku^y^f-y y\ k Kp^y^f-y yk Kp^rt/yy, 
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7h7feKDW!)y, /^kKoWP^ ^kKn^W!)^ r 
5 ^V-/K mV7^ v^^-^, v^iJ-v^ >>;3-=*rlM>^>, 

ft 5 Site, fiSflru -MffiUs bL<tttffia<D5&<D]fcmnizizti 

X^^^^^it/Y^^igT-. £fcttX:teJ:U { Y©V^ftt>#*JIK 

is aox^a^jjs-T-, Y&mmm+ttor)* uisxxiz^mmm^t.tzit^.mm 
(in) x&xtiy &frxm*-e & t> , u$o£ mv^mmm^ti ft nmrnm^-v 

(iv) X *5 «t Y ^iiii^-t* h 9 s u J^g^H^ *3 «k 1* z £ f c « 

(v) x*5j:tj ? Y^^T--r ? fc'9, zisxxmtmmm^h^o , u^c=o 

t ft it C = S T fe 5 JfrgHiriW 4 Ll\ 
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(ii-i)x, zioxm^mmmi-, Y^^xfwtmmm^h^m^s 
(H-3) x *3 ± asg*jj§i-? , y N z & «t tw^ii^t-fo saa^*, 

(iii-l)X, YfcilKZ^^M-T, UfeilKWM^M^-T-fcSia^s 
(iii-2)X N Y N Z*3±t/U^*Jg^ % W^iiJ|^T'fc?.I^, 

io av-i)x N Y&xxfwtfmmsw^, zmmm^s vtmmm^h^m^, 

0v-2)x, Y&zxmtmmm+s ztmrnm^ u&mmm*-?*>zm&^ 
av-2)x, Yfci^w^^n^, ztmmm*. u&m&m-wb&m&t, 
iy-i)x%>£xfYtfMmm*T*h*) , zteXTNt&mmm+'vhv, u^c= 

(v-2) x^^ t>-Y^^^^ T - fe 15 v ztekxFwtmmm^hVs u^ c = 

Ttt^T^-i^it (1 - i) - — (] -xxvi) -e^^Hsto^^fc 

20 *L3„ 
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(i) ^'Tr^fh^wm^m^^x, 




fc fiWEHlff^- < £ 1> 1 5 4 ~ 6 J| 0%»|R 7 V * tt 




(A-5) (A-6) (A-7) (A-8) 



10 (5£t£ N GJtOs S^fcteNHfc^bU R x liCl~47/^/K Cl~4 

~®t&. (I) T^£ft5#38Wfc£W;::fcl^ 0*LV>R^LT(i, 

(i) l~5l@<7)R 14 T*tt&£;ftTVN5a^L< MS&OC 1~8 7;^;K 

(ii) l~54B<0R 14 "C|l&£*l"tl^a>t> L< ttlii©C 2-8 7/^^ 
15 /K 

(Hi) l~5{@©R 14 T*fi&$tlTV^^L< Hlit©C2~8 7;^^ 
(iv)NR 4 R\ 
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(v) OR 6 N 

(vi) l~5iI^R 35 Tgm$^TV>S^^ L<S»C 3-1 5 
±f2<7)&£b^R ] X'*>(DNR 4 R 5 ^ ^^LVNR 4 fcJ;tj?R ^0^^ 

(a) r 4 # a) ymm+r-h v N r 5 # 00 1 ~ 5 j®£> r 3 7 t-« #1 $ *i rv ^ ^ t> 

10 L<|i»OCl~l57^K (iii) l~5l0<7)R ]7 Tffi#|£tlT^5 
^Kttil^©C2~l 5 7/Wr-/K (iv) 1~510©R 17 Ttt^$?x 
TV^^L< Itmm&CDC 2-1 5 7/l^~/K ( v ) l~5i@OR 18 Tg^ 
£tLTV^>t>L<te$tSm©C3~l 5©^S^ L<f4-«S^3Rgl, £ 
7c«(vi) l~5j®<Z5R 18 T-ff&£*lTV^/^L< ft4gg&© l ~4j@©£ 

(b) R (n) 1 ~ 5 jgcoR 1 7 TlIJ&$tiTl^<5 L < (ilSH^^C 1 — 1 
5T/^/K (iii) l ~5tf§(DR 27 Tfi&£;n/rv^^ L< ttif^OC 2 

-l 5 7;^-/k av) i-5{iiioR i7 Tg&£nTi^^ L<immm 

20 OC2-1 5 7/^-;K £fcfi(v-l) C 3 - 6 <D^m<Df&fammX*h 9 , 
R 5 ^(ii) l~5i@OR 17 Tg^$tlTV^^'bL< «»g^WC 1-1 5 

(iii) 1 - 5fla<2R 1 7 T•ffim$tlTV^§a^ L< te&«&©C 2-15 

25 (iv) 1 - 5 m (O R 1 7 Tttft $ tlT V ^ 3 fab L < l«g$&© c 2 - 1 5 7;V* 
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(v) l~5fiOR 18 l?g^$tlTV>5^ 1 bL<fl^g^<Z)C 3-1 5(D^m 

(vi) i ~ sm<DR 18 -r-tt&£ti-ci^^t> t< t*mw&<n 1 ~4i©0^gHI 

g#i© i ~ 4 teogatj^fx i ~ 2 m<o&mm*&£xfi/'tiiztt. i ~ 2 i@<p 

10 ~5{g](7)R l5 T'g^^^LTV^?,/6^ L< ltmW&(Dj& 




N' 



15 tfeSti/O^a^ b< tt&«Jfc©Tffi©**aWHJ*tf S>*i5o 







V ^N^ ^"isf^ "N" "f\T "N' 

I I I I I I I 

0 0 0 0 0 0 

1 1 1 1 1 1 
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■ft (R, Sft % a, J3 ^l-yf-Jr^-, i?7^T^H % $E3fett£r 
Wi"53t^lH4ft: (D, L N d N ] ft\ +, -ft) N ^nvf^77^^ 
Rt^i5ffitt# (ifi»ft, ittttft) N WHk#fe. ^tib(D{i-M(Om^ 

cm] 

15 5„ 

iy^^-jv) 75;^^y N 7A-=¥->\ N - 7^ A— D - ^>;*7 5 

25 LTtt, 4SK46x Ute*^ fillip y ^KttLs i&i^OJ: 5 ft&H&tfL 
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(A) -j&5£ (I) <K R 5 ^OHTfeD, ^oR^ir/R^tOH, VT 
10 -HSxt ( I -A) 



is ftste^fctiu (ii- 1) 



-r^T^fs^-fituisi:ipics*^*^i- 0 ) x-^ztizik&mts 

(m-i) 





(D-l) 
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(He 



COOEt 



±IE-^5t (II) (HI) -C*$il5M(D^H:^tJ!)9, $j 

10 A, £^T, 0°C~2 5 0°CTlf^^tt^ o 

(B) -j&5£ (I) «K R'liOH^ife^f, ^o->7A =N-OR 6 * 
fcte^*ib£^rf5S, *3«fctfC 3-1 0©MfcL<lizreiS, 

i ~4 mommm*. 1 - 2fi©n*jDR^j:tr/*fcw: 1 ~ 2momMm. 

15 R 3 liOH, VTA =N-OR 11 ^7t(^nb^Wi-?.S^fe$^VMk 
O^-jRsS (I - B) 



A ^N-OR^fc^-^tLb^WI-^S, fcitfC 3-1 0(7)«^L< 
20 J4-J|^*j| N l-4i©tlIf N l~2i@0^^i3j;t>V*fc« 




1-a 
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(IV) 



X 




5 (5ttf» % xn/MJ^^^i, ^(Dmm^itmtitm^MM^^ 

1% ) 

T^SftSflaMbfc, (v-i) 

H _ R 1-ab ( y.^ 

tt 1 ~ 2fl©«E3RJBT-Sr^i-5 3-1 0*©¥itt< ttrl|^*ait± 
*fr$fcv\, ) 

15 ^fc«-^5C (V-2) 

R 1-ac (Y_ 2 ) 

(5£<K R '- a c (iC 3 ~ 1 0 ©Igt I < ttlMm l~4fli|<7>gSf 
JDSC-?\ l~2ji^^mJ^^it>V*fc(ll~2<@©^E^^ ; t-r5 3 

~i oi©f i< az«ii^t 0 ) -&fi£frzfc'&Vok&R 
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i, 
t 

±!2-^, ,(IV) i-J»!S; (V-l) ^£ft$fc£*©SJ6li4fcfr-C*> 
MJ r> Acn h df- V K*) ©#£T;£ fcte##£Ts 0 ~ 2 0 0 °CTlTfr frft 

So 

I 

±1B-J&5£ (iv) k-$sm (v-2) T^^^-fb-a-txD^fi^^fc 

i 

(I-B) ^^Sfl^W, R 1 - a ^i~2i@(DOR 6 ^ 

(i -B - D 



1-a-1 




(5£>K R 1 " 8 - 1 ^ l~2{SI<DOR 6 ^fc(iCONR 4 R 5 -eg^$tlTV^5 
7jk£tlZ>fc&mZ, (I-B-2) 
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(I-B-2) 



(^■K R 1_a ~ 2 «> l~2i@<DCOOR 6 -Cg&£*l/TV^C 1~4 7M 



(5£cK R 6 " a " 2 fi, (i)Cl~10 7/V^K (ii)C 2-1 0 7;^^, 
(Hi) C 2 — 1 0 7;^=/K (iv) 1 ~5{@©R 18 -eg&$;ftTV^;^t> L< 

iiifjft©c3.'-i 5o^SRt)L<fiz:ais^3[iai N (v) i~5l@©R 18 -eff 
io ^«t^/*fc«i~2®^a^T-^^1-5 3-1 5M^¥^tb<fi- 

^fc{±(vi) i~5^(DR 18 -egm$HTv^^t>L<ttiism 

(DC 3-1 0©fl<|)l<l5Zl^Ii, iBj;t;i~5^R 18 -eg^$ 

nxv>s^t> t < (i«sgm^ i - 4 <@<£ggtDiB% i - 2 mnrntm+ttt. 

Xf/^tcl* 1 ~2fi©«tJf^- : P$r£;r*"<5 3-1 0 L< 
) T^$*i3ft£to£:RJS$i3:Sa\ fc^fi-j« (VH) 



5 



X-R 



H N R 9 R 1 0 



(vn) 
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^V^T, - 7 8 ~ 5 0°C-efT^t>tlS o 

-j$5£ (i-b-2) i?*$tu5ft;^*©a5cSJt5ft©--JttS: (vi) x-^ 

So 

-jftsfc (i-b-2) "C^$ti4^4Sio3»7DS^©-i»!S: (vn) x^ 
^y^n/v-^p) ^ o~i 0 cc-cfr**?^*. 

10 — JttS; (I-B) tf, R 1 ^NR 4 R 5 Xfe«9 N R ,4 *5 it^R 5 ^^ 

^^3zLX, l~5{ilOR 17 Xg^$tlXV^S^t ) L<ftilg^C 1~ 

itit j £tit>&'£mi-z>&t:&t>zti:^{b&m, -ftth-im o-b-3) 



15 (:£t\ R 4b ~ 3 joJ;t/R 5b - 3 «tl^n«UX, l~5iKDR 17 Xgm 
i ox t>«Hti-« - 1 ^X# s 0 
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a-s-7) 



75 K<fb 



R 4b-6A NH 




(I-B-6) 



>4b-3 




5b-3 




5155 



R 4M ». N A R 5b-4 




(I-B-3) 



(I-B-4) 



KJE&ig^ (i) R 4b - 6 fii~5jHioR 17 -efflm$^-cv^^t ) L< 
titeW&<DC i~l 4 7/u^*fcU R 5b - 4 tei~5fH<DR 17 ;eg|&£ 

T\ K Ct^iF y n^K tt-M P7^K^) t-20t 

77^#) 4\ T5^£: 0~4 OVX'fcf&ZTkZZkKX. *) Tft£frtlZ> 0 £. 
©IxJ&tfU (7Vl-=f>\ gg[S^) #ffl^T^ fc**#"Cflfc 0 i 
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. .11" 

i 

(I-B-7).^, — (H-2) 

NC. 7 a 

Y** »\ 

i: > cn-2) 

H 2 N' W 

5 , , R 3 " 3 

(m-2) , 5 ' 




(m-2) 



±E— JR5S: (n-2) k—1B&. (m-2) T^$*t5{b^©R&f4&*p-e 

15 (f h7tKo77^) tfs ItS (y^A^yyntVKT^ 

(C) -jRS; (I) *K R 2 fcj:t>'R 3 ^tl^ 'M<Hlfi^OH 
*fct±-tttSr^Wi-5»Sr**>-t-^», 0*19-^ (I-C) 
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(I-Q 



5 i~ 0 ) T^ftSfl^te, -JKsS (I-B) T^^tt^^ R 2 &£ 

S-e*>s^%; 1-fcfr*>-HK5S; (i-b-8) 



R 1 " a 




Z b ~\ U b " 8 *5j;tJ ? R 3 - b - 8 « ; e^^ Z, U&itFR^HilD 
10 fc*«rafcfc1-# N fcfe:LZ b -\ U b - 8 *3<tt>*R 3 - b - 8 ^^-t-Scf> N 4>ft< 

15 fvK ^nn*M|) ^ (HJ*fb#£*f*JK) £/BVvt\ -8 0°C 

(D) (I) f> R\ R 2 *5.kT*R 3 as^fc1-Stk ^&<£t>H@tf s 

= N-OR 6 ^fc«=N-OR 11 ^^5S^^i-^^o^i9-^ 
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(I-D) 




R 



3d 



(1) -m^ (I-B) -C^^n^^fef, R\ R 2 ^J:t>*R 3 «^i-^ 
©5V>^<HlW-CH (O-C l~4T^dr/^) 2 tft5lT'fc5 

^b^s •rta^h-m.^ (i-b-9) 



(5£>K r 1 -"- 9 , z b - 9 , u b - 9 &j;tm 3 - b - 9 te > ttmR 1 , z, u 

fei^R 3 iltlM*«^i- 0 fc/ctR 1 - b " 9 s Z b ~\ U b - 9 ^J:t>'R 3 - 
b_9 ^fe-t-S4 I , th lilt-CH (0-Cl~4 7W) 2 ^ 

fete 

(2) (I-B) X^iSflZikftm*. R^^^OH^WI-^ST'fe 

t>U<«-^ (i-c) T'^ftste^ •f*fc*>-jR* 



10 
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( I — B — 1 0 } 




(I-B-10) 



l 



U*JJ:t>*R 3 i:I^DS**»-r o fcfc* LR 1 ~ b - 1 °^OH^W\ t> L 
5 <fiZ b " 10 , U b - lo *5<t0R 3 - b - lo ^*t)t-£ c l : ', ttimnOH , 

10 3£) *K tt (jfiHx Srfflv^s 0~1 OCCtffiftfens. 

/WAr^M ^ k, mz\tt*y ! yji'? o y k*«:JSvvt\ o~5 o°c-etr 

15 ^fctL*. 

(E) -flSS; (I) R\ R 2 &j:tfR 3 ;»*rfgtK 4>ft<fct>HBf* 
20 (I-E) 
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(I-E) 



R" 



,3-e 



5 tuiaipcs^^^^i-o ) x^^HS-fb-^fe^ — ^ (i-d) 

r\ R 2 J3ir;R 3 »tS(D5VM<niW=N- 

OH^^I-SS^frlMb^ 0^19-^ (I-D-l) 



(5fc«K R 1_d_ \ Z d ~\ U^^^T^R 3 - 11 - 1 ^ ^tt^R\ Z N U 
10 &J;tfR 3 £l?f|CS*£;Sfc>-m fcfcLR 1 -"" 1 , Z d "\ U d - l *5±tfR 8 

(iv) x*7Fi£ti%ik&mz, (i -a) T*$;h,5fb 




,3-d-1 



a-D-i) 



R 
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■t©«fe©ffl»JS1sf-e4)5--«S; (n) , (ni) , (v) , (vi) *s «tt>* (vn) 



(5£4\ R 2_8 ^R 2 <tlWlDS*lr^^-r^ N OH, WA =N-OR n l 

(vm) 



10 oct n -t'<x<Dfc%ttm&kmznifc*&t>-fo ) x^^^mt^ 

t K7i?vSrSJt&$^r5rilJ:j;03K5tSH*„ -jK (ni) 

IRStLTV^. -#5£ (VI) X7jk£tiZfc&to<0 5*>, \-VTJ- 

1- (2-^^-4-> h^i/^ai^yU) "fxi/^y- 2 -^ft.Bioorganic 
15 &Med. Chem., 8_, 181-189 (2000) fclfEifcStl/TVSo 



H 




O 




(VIII) 
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i 

i 

t 

i. i • , 

5 laill ^^fr^&ls 3, 1 0&J;tf3 Omg/k g^Lfc^y 

io [*Bem£^l©l^t&] 

(i ) ^$ti5«Kft^^ c r FS^^^:«^^-t-^ - 

(i) ^yf^y^rj/^ 

15 ucrf %.m$- 1 sM3§gimt* mm* cho-ki mm & ^ 

(Tris-HC 1 (5 0mM, p H7.0) , EDTA (2mM, p H8.0) , MgC 

1 2 (i omM) ) -vmmLtz B mmLtc%m*?t7>xm(D**i?i-4*F- 

Z'PMSD;<j ^7*4 y±4MffiWiVftmmLtc'&s lmg/m 

X'U V*f4 >?'T y±4 ^ffi Wc 0 

25 125 I -CRF^O.SnM^^^iplC/^VxV^^T^ir^^W-C^ 
fRU v"J ^"T-^Xtfc 1.5m 1 fa--/115 0 ju LjPX.fc 0 
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i_ 

i 

Ltm&m. dmso w^f^y?®) "s $.it\*i oo^m©crf m 

mzm%£"£tc C 125 I -■CRF©ft^»*W:0.25nM) . fa-^lilt 
2^Rg-r^3.^ h Lfc 0 KfS&TSU ra^^EJtXl-Sfcfe 15000 r pm 
5 TSgifr U-fcfc* _Hff &3#T, 3jc# bfc P B S/0.01%Triton X- 1 0 0 1» 2 ® 

i 

*o*S*^' #»Hffc**tt»v^$«fl^J^ ( I c 50 <fi£< l /zM) £W 
10 (2) 

ffc®<£ U 5 0 cmOl IrIC^:^ (5 0X1 Ocm) ©2*©t-^ 
l^T—J^t^ (5 0X1 Ocm) ©2*©^o-X7-A (4 0c 

m^H^OT) fcSli^ii:^ |C2SSJSti-S X 5 KWtW. U JfiS^+^K^fi 
b Lfc. ™(i]M^^--^ 0 ^r-A^fc{-tSBB^^-^(-i-5 <fc 5 tRI 
15 LfCo 

Mi© 3 0 ^Sirica* (5ml/kg) &^Pt£4LfcSD 

20 ^m^ni~2^-r 0 

Ell*5J:tf2«fc!9s *^PJO^Wll2 (78) ©fl^&Eu S4*3*3J; 

mm 
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(i) V7ikisinz>*&m{k&mft. cRF&®fctm>m*G-rz> 
mB*^$s&mtmmizit\itmmz.^®ix*kz> 0 o^m, 

y-K?o^ f?|gtt5oS§ % /hi^##^t45o^, 

tmm) , m-tnmm, Mm&mm, >mt\-m'&*v^* (ptsd) % mit 
10 mmm, rm, mm, mm&m&im, &m&mm& mm&±m&, ? * 

xmmmmn, m&mffivt?^^, mr^^mmm, # 

15 umm, %m, yftmmw»mmi%m, ?v*$m&. ^mwtzwrm 
*fr*>\z&<3<mR. mm, &m, twv^h*^ mnmm, ^mm 

m, *JlLtt=3.-nvS« N -n^iglS, ^s/v-^^ s&ftu 

20 mmm^mmmitm, m&m. >bJk^tcn>bmmMU^ (Hhitm, mm. 
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ftZtiK J&A-Afofc <9 , lHH-ot, lmg^b 1000m g co|£fflT\ 

o.img^f) i o omg<z>f£is-e\ i 0 im^^^ma^ (£?£L<tes 
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mm^mum: %m> itvm. mmu mm* mm 

n (y/isfysn. 7X'*7*>&, *°yy;^-f8o ismm) *) * 
15 m<Dmtmmfctiit\m<Dm\te®mLxtii%ir5 n t t>x%z> 0 

IMtSr^ ttfcfcJ:9^$;K3*;B»E^ fctffct RA*!L * 

yu-mom^mx m^Mmm^m 2,868,691 &*s£vmm 3,095,355 
%-\mL<mmztix^Z) 0 
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NMR <Dffift\Z.7F $*lTV>5 # y a rt©»«|Ett % Sfl£fcH£JB LfcJgjtt&S* 
5 LTV>3 0 

##flill 




10 T/^^bSTs 1, 2-v J ^f-/V-4-7< h=3rv"<^if>- (13.6 g) ©0 
(2 0 0ml) &m\Z s N-^D^E-^^ W 5 K (17.8 g) &J;tf 2, 
2'-T^t'^^y^P- (4 9 2mg) <Dm&Vo&to^ 6.5 R$ffi 

15 0 0ml) £$&#U '>7>{bt Ml (9.86 g) %Mx.s MM.V-m.UW 

J?}V(D13 7A^Pvh^77-f- (gfcgkx^ : n -^^rf"^= 1 : 6 1 : 
4) T'ffiMtT, KTO«t^t5«^ (11.78 g) fcfcfc 0 
20 T L C : R f 0.20 (n : RE^r^/i^ 9 : 1) ; 

NMR(300MHz, CDC1 3 ): 6 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s, 2H), 2.32 (s, 3H) C 
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1-v'TV-l- (2-^^-4-^ h^7x^) /py?y-2-t 

^ ■ ' : ■ 



I l 




H 3 CO 



Tfr=?y%ffiT^ P%Mix*mmLtcih&y>) (11.7 g) ©gt^^w (6 0 

5 ml) ^m-rY])^^ (2.3g) ^|6:[H]{^^T^P^ 5 0°CT2B# 

mmnvtc 0 zti&mmmm^/i' (40mD ^smmmmu $ 

btltz%£M s %7k (300ml) ^^?Ufc 0 2NMt'pH4^U ffim^ 
^T'ttWtfc 0 WHDi^TKW^hy t>A-e^L, SILT, OTO 

10 mmmm-tzmmik&yd d2.06 g ) 

T L C : R f 0.45 (n -^rf-V : g^rcfv^= 1 : l ) D 

,B(OH) 2 




15 H 3 CO ^ CI 



3-^nn-4-^T^y- ^(2.14 g)©*!^ Kn77^(l 
0ml) ^£-7 8^C»*PU 1.56M(^n-^;l-];^!>i,/^=3rf-^ 
(6.5ml) il^iTU 3 0$?mWLtz o &J&m&mz. **g£h!M 
y^ntf/l^ (2.3ml) - 7 8 °C-C 2 0^jt# Lfc. 

^tkt^u $t*M-^y v&x&mks mmLtc 0 nt>titcm&z 
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W4{6£^£tiJg{ti^ (68im g ) &#7t 0 



TLC : R'f ' 0.55 (Ift^f 1/^ : ^^;-^=l 9 : 1) ; . 



. 1 



NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 



10 ##^j3-C$Sl5tLfc^^ (6 4 4mg) , 4 — 3 — K— 5 — ^ fvW V 
W-/H6 5 8mg) , *5iWifE**^hy 1>A (7 9 1mg) 
^ fs^i^*;/ (2.5ml) /7k (2.5ml) ISSH, rb7^M)7x = 
;UfcX-7jys<7i?VJ* (3 6mg) ZMz., 8 OfCl 6mmffltL1t 0 

AT^If, WBLfc. »SS:Vy*W7^P-rf^77>(- (n- 
^f-^:»»3i^=l 9 : 1-»1 5 : 1) KTOlttllf 
i-S»a^^«l (6 3 7mg) Sr#fc„ 
TLC:Rf 0.44 (n-^fy : ^xf ;!/= 3 : 1) ; 
20 NMR(300MHz, CDC1 3 ) : 5 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H)„ 



5 (dd, J = 8.4, 2.4Hz, 1H), 3.79 (s, 3H) 0 
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Q 



CN 



4 T'^it L£fc^#? (623mg) <Ot$ J-;V (2.8m 1 ) &iSfc\ 
5 1.5M^" h y «>i^ h=3f v- K/^ * / (2.8m 1 ) %Mx., SITMH 



10 KTOWttSrttSWflS^ll (4 9 7m-g) iftfc, 
TLC : Rf 0.13 (n — : Bfc&^v^ 3 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) 0 

15 ##$16 

3-^^-4- (2-^^/1—4-^ hdr^^^-zV) \fy 



>V (10ml ; 1/1) X*m&Ltc B 4 N&ifc (lml) 



HN— N 




OCH 3 



&%M2X$mLtcfc&V!l (8.63 g) tf>fvl^^ (2 0 0ml) ft 
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m (8.0ml) iSXXfH K7v?y- l7K?0t> (4.5m 1 ) &MZ-ti 0 Rj&fB&VO' 
N^SrAP*, ^ni^/l//n-^f-> (3 Oml /3 0ml) T'tttti L ' 

(8.38 g) £#7c D 
T L C : R f 0.30 (^ D P sfrsVA \ J >-/U= 9:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J = 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H)„ 

10 

8-t Kp^>-2-^^-3- (2-^^-4-^ H^^-ZW) 
-6, 7-^tKn-5H-^n^ [d] t°7^n [1, 5- a] fc° 



OH 




#%#ij6T^3tt^b^ (5 0 0mg) <«®? (3ml) 
u^<y? -iJ^y^J-^^/V (0.40m 1 ) Sr^JP^, 3ffil 

MLfc ^JS^^a^iP^s ^5=-^— r/^/n-^^f-^ (10 
ml ; 2 : 1) %Mz_fc 0 #f tH Lfc*t H B B ^5^ U ^^/W^i-r^/n - 
20 ^Mf^ (1 Oml ; 2 : 1) T&#U ^llT, OT^M&W-TS 
Mfb^ (4 8 Omg) £#fc 0 
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TLC : R f 0,47 (? vuTfrjUJ* : f$y^;u=9 : l) 



NMR(300MHz, DMSO-d 6 ) : 5 11.90 (br s, 1H), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 (dd, J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H)„ 



5 



8-^an-2-^f;v-3- ( 2 fvv- 4 Y^i/Z? ol^jU) -6, 
7-v?kKn-5H-^P^ [d] fc'^/P [1, 5- a] t 0 !;^ 



HJfeMlT^Lfc^% (400mg) ©f/^y (4ml) 
**UM.fc))y (0.60ml) &&Tfi?^JVT~V ^ (0.25ml) £JP;i N 1 

n-^^f->-=l : 3-»l : 2) TfSMLT, &T©*ttfc«:Hri-<5«llHflS 

(4 1 lmg) &&fc„ 
T L C : R f 0.52 (n -^^y : g)E$3i^vW= 1:1) ; 
20 NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 



CI 



10 




58 
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i t 

2.15(s,3H) 0 . ' 

' t 

mm 

8- (3-^yf;I/75y) - 2 - * TvW- 3 - (2-^^-4-^ h ^ 
5 v'yii/V) -'6, 7-^tKD-5H-^n^ [d] t°7 N /n [l, 

i 

5- a] try 




OCH 3 



7 -eMjtL^t:^ ( 1 5 Om g) , *JitJ«3 tyf-frT ^ V (0.6 

m I ) ©Ml: 1 4 0 'CT 1 fl$rajfc# Ufc. £)»£#>&#*|]&, *s V % 

10 tfWZiy&tW Y?'77 4- {fft&^jV; n-^f"^=l : 3) T? 
*ffiB!LT. #T<0#rt4#teW1-5«Sg<k£4& (1 6 9mg) &#fc 0 
TLC:Rf 0.57 (n-^fy : /W= 1 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J= 7.0Hz, 2H), 2.89 (t, J= 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02(m,6H) o 

mm (D -2 (3 6 5) 
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fflV>T s 1 ^#%^J 2^#^j 6-»»j 1 (is? S is- 2 

(1) 

10 8- (N-^/V-N-n-^^UT^ /) -2-^ h ^Vl'- 3 - (2 

-^^-4-^ -6, 7-^kFn-5H-^n^ ■ 

9 [d] ^7 % /c [1, 5- a] fc'y^v^ 




och 3 



T L C : R f 0.43 (n -^f-V : gE&c?-/i/= 2:1) ; 
15 NMR (300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89(t,J = 7.2Hz,3H) e 

20 



60 
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i 

i 

8- (ti-'^n N- (2-kFn^xf;k) T ^ /) -2-7*^ 

: t 

- 3- (2^^^-4-^ -6, 7-S?t KW-5H- 

i/^n^* [d] fc°^/n [l, 5- a] f'y^v 5 ^ 




OCH 3 



* 

TLC:Rf 0.80 (n-^f V : ^f^= 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3 H), 2.15 (m, 2 H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz, 3 H)„ 

£lfcflll2 (3) 

8- (3 ~^>-?V^7 5: 7) -2-^^-3- (2-^^-4-^^ 
-5, 7-^kKP-f3:; [3, 4-d] fy^n [1, 5 
15 -a] t°U 5^ 
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OCH 3 



TLC : Rf 0.51 (n-^fy : i^xf /i/= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H) 0 

1 

m&M2 (4) 

9- (3-^^/K75/) -6-^^-5- (2-^^-4-^ h^r 
10 -2, [3, 2-d] fc°7^P [l, 5 

- a] t°y >v»y 




0CH3 



T L C : R f 0.40 (n -^-fry • f^zc^/i^ 2:1) 
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NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 8.5, 3.0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H), 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

i 

5 |ij2 (5) 

8- 3 - (2-p«^-4-p« h^r 

v-7^=/H -5, 7-^tKn-7D [3, 4-d] [ 1 , 5- 

a ] fc° y ^ v 5 ^ 




OCH 3 



10 TLC : Rf 0.33 (n-^fy :iiif^=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mm (6) 

9- (3-^yf/I^7 5/ ) -6-^f-^-5- (2-^^-4-^h=¥ 
V7j^) -2, 3-t?tKu-7P [3, 2-d] k°7>*D [1, 5- 

a] t°y 
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HN 




•HCl 




OCH 3 



TLC:Rf 0.43 (n : ^^n=M^= 2:1) 



NMR(300MHz, CDC1 3 ) : 8 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 



2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2. 19 (s, 3H), 1 .90-1 .70 (m, 4H), 1.04 (m, 
6H) 0 

Sj|M2 (7) 

9- (3— <^^T$y) -2-^^-3- (2-^^-4-^ h=3r 
10 i/7aL~/U) -5, 6, 7, 8-fh7tKo-t°7yn [3, 2-b] ^ 

^ -mmm. 




0CH3 



T L C : R f 0.45 (n -^^V : f^rc^vu= 2:1) 
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i 

i 

NMR (300MHz, CDC1 ? ) : 6 13.04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J = 8.5Hz, 
1H), 6.96 (d, t= 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (ni, 2H),2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1. 64(m, 8H), 0.91 (t, 
J = 7.5Hz,6H) 0 

i 1 

i 

H»!)2 (8) ' 

6-^^—5- (2-^^-4-p« Y*i/y a^=-;v) -9- [ (2S, 
4R) -4-/ h3v>- 2-^ h^v^^/VfP y v 5 ^- 1 ->f/U] -2, 
3-^fcFn-7n [3, 2-d] ^'/n [1, 5-a] fy^^y 



H 3 CO^ 




OCH 3 



TLC : Rf 0.24 (n-^fy : /i/= 1 : 1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J= 12.6Hz, 
1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95(m,2H) e 

(9) 
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9- -6-^^—5- (2-^^-4-^ h^r 

i 

*/ys.-;u) -2, [3, 2-d] M'y^/n [1, 5 

-a] fc'U 




OCH 3 



5 T L C : R f 0.37 (n : &&^f->v= 1 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J= 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H) D 

10 

WI2 (1 0) 

2-^/1—3- (2-^^;V-4-^ h^v-^^^W) -8- [ (2S, 
4R) -4-7^^-2-^ h^;*^/Vt 0 py^:/-l-^/k] -6, 
Kp-5H-^p^ [d] t 0 7/P [1, 5- a] fcTJJSS? 

15 ^ • mmm. 
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H3C9. 

CX/ 0CH3 




OCH 3 



T L C : R f 0.30 (n -^^f ^ : i^xf ;i^= 1 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 and 7.07 (d, J - 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d, J - 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J - 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) 0 

10 mmm 2(11) 

2-^^-3- (2-*?->V-4-/. -8 - [ (2S, 

4R) -4-^ Y*ls-2-t Y^i/t^-fWxi l-> -5, 

7-^fcKo-7o [3, 4-d] \?yVu [1, 5-a] 

mm 
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H 3 CO 



OCH 3 



T L C : R f 0.22 '(n-^MM' : H&^fvV= 1 : D ; 
(300MHz, DMSO-d 6 ) 7.10 (brs, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
5 (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, 1H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) 0 

H»!)2 (1 2) 

10 6-^^-5- (2-^^-4-^ b -9-[(2S, 

4R) -4-^ h#v-2-^ h^wc y v^- 1 — r/>] -2, 

3-S?kKn-bToD [3, 2-d] t^y'o [1, 5 - a ] t° 9 5: v 5 ^ 

H 3 cq, 




0CH3 
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T L C : R f 0.43 n n fcjUJ* : * # J —)V=* 2 0:1); 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2.18 (s, 3H), 2.01 (m, lH) e 

gffiflU (1 3) 

^-/l^) -5, 7-v?kKP-7P [3, 4-d] t°7>/p [1, 5-a] 

io t°y v^y 



TLC: Rf 0.34 (n-^^ri^-^ : BIf^^-;^ 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3 .74 (m, 1H), 2.32 (s, 3H), 2. 16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) e 

nfaM2 (14) 

8- [ (2S) -1, 1-v^ h=3r^^>-2— fAO J 
)V— 3 - ( 2-^^/1— 4 h^r^^^^yw) -5, Kn-7 0 

20 [3, 4-d] fc°?y*n [1, 5-a] 




OCH 3 
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OCH 3 



TLC : R f 0.26 (n-^f"> : Efflfcc^/Ps 2 : l) 



NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H), 6.57 (brd, J= 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, 
5 J = 9.9Hz, 1H), 4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs,3H)„ 

iii2 (i s) 

10 8- [ (2S) -1, 1 Y**s*7#ls-2-' f/V] T ^ /-2-^ 
3 - (2-^^-4-;* Y**/7x.~?V) -6, T-v'kKn-SH 
-S/^p^W [d] tfy^P [1, 5 -a] t°y$^^ 




OCH3 
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T L C : R f 6.30 ,(n -^dfiJ-y : H^^= 2:1) ; 



NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J - 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 



(dd, J = 8.1', 3.0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H), 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 



mmm2' as) 

8- (1, 3-vM h^^7°D/N c y-2— f/l^) 7^-2-^^-3- 
(2-^^-4-^ h^^ai-^) -5, 7-v?tKn-7n [3, 4 



T L C : R f 0.42 (n -^3MJ-y : gHfcr?v>= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H) 0 

fflfcflL2 (17) 

8-M (2-;* Y^y^jV) 7^-2-^f;U-3- (2-^/1^- 
4-^ h^7i=^) -5, 7-i^tKn-7n [3, 4-d] k'7 v 7n 



5 2.18 (s, 3H), 2.13 (m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) 0 



10 -d] t 0 7^n [1, 5 -a] fc-y^v^ 




OCH 



OCH 3 
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[i, 5-a] try 




TLC : Rf 0.24 (n — ^-fy : fr= 1 : D ; 

NMR(300MHz,CDCl 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H) 0 

1 

HM0i]2 (1 8) 

8- (1, har^n^>-2— f/UO T ? J - 2 3 - 
10 (2-^f^-4-^ h^>7x^) -6, 7-v?tFn-5H-^a 
[d] fcT^o [1, 5-a] k°y 

.,OCH 3 




OCH 3 



TLC : R f 0.53 (n-^^-fy : Bfflfc*^"^ 85 1:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H); 3.50 (d, 
J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H) C 

5 mmm 2(19) 

(2-^ l^v'^/l') T ^ / - 2 'I'JV- 3 - (2-^^V- 
4-p< h=3riX7^^/l^) -6, Ko-5H-^o^>^ [d] t° 

7/D [1, 5-a] t°U^^> 




10 TLC : Rf 0.41 (n-^fy : ^= 1 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) 0 

15 

HM12 (2 0) 

(5RS) -8- (3-^^/KT^/) -2, 5-v ? ^5 : -^-3- (2- 
^^-4-^ y$r*y~7 -5, 7-^kKn-7n [3, 4-d] 
t 0 7^n [1, 5-a] tfU 



73 



WO 02/053565 



PCT/JP01/11581 




och 3 ' 



T L C : R f 0.44 (n -^Sr^V : Rtfc*77l'= 2 : 1 ) 



NMR(300MHz, DMSO-c^) : 8 8.71 (br s, 1H), 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 



= 2.5Hz, 1H), 6,85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J = 10.0, 2.0Hz, 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) 0 

^jj#iJ2 (2 1) 

8- /) -2-^^-3- (2, 4-^on7i = 

10 JV) -6, 7-v?kKn-5H-^n^ [d] fc'^/n [1, 5 -a] 




CI 



TLC : R f 0.50 (n-^^-y : @^^^/V= 2 : l) 
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I, 

NMR(300MHzj CDC1 3 ) : 5 7.50 (d, J = 2.0Hz, 1H), 7.35 (d, J - 8.5Hz, 1H), 7.29 
(dd, J = i.5, i'bHz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t,' J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H) 0 

i 

i ■ 

t 

Hi 2 (2 2) 

8- (3-^>f;VT^) - 2-/^/1— 3 - (2-^^-4-^ 
i/;7^~^) -5, J-^kKo-t'DD [3, 4-d] t°^y'n [1, 5 

-a] t°y$s^ 




OCH 3 



T L C : R f 0.48 p a 7}vl^ : ^ ^ 7 10:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) 0 

HMJ 2 (23) 

8-i?^/UT^ /- 3- (2-7^-4-7 h^ix^^^ 

^) -6, 7^tFn-5H-^o^ [d] [1, 5-a] 
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T L C : R f 0.67 (n -^^f V : ;U= l ; l ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J - 7.2Hz, 
6H) 0 

mt&M2 (2 4) 



8- (N-^f-fr-N-n-^f-JUT* y) (2, 4- 

10 ^nc7xx;U) -6, 7-i?t Ko-5H-i/^P^ [d] tT?y 
n [1, 5-a] try 



T L C : R f 0.78 (n-^-fy : RRai^vi^ 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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2.91 (t, J = 7.7Hz; 2H),,2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.32 
(m, 2H), 1.17%' J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) D 

H»02 (2 5) 

5 8-v ? i/^ta7 p Df/Vp<^/VT^y-2-^V/V-3- (2-^/^-4- 
fdri/7oi^>l/) -6, 7 - 5?fc Kd - 5 H- [d] t°7^ 

i 

d [1, 5-a] tf!l 




TLC : R f 0.40 (n-^f-^ : g^^/W= 3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J » 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J - 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H)„ 

15 H»!l2 (2 6) 

8- (N-7°P tVl—N- 75/) -2-^^ 

-3- (2-7«^-4-^ Y^yy=c=.;\y) -5, Kp-7d [3, 

4-d] \?7^Jv [l, 5-a] fJJ^v 5 ^-^^ 
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OCH 3 



T L C : R f 0.26 (n -^f^ : ftftxf /v= 1 : 2) ; 
NMR (300MHz 5 CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J= 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H) D 



(2 7) 

8- (3-^^7 5/) b3^?vV-3- (2-^9vV-4 

10 - * -6, 7-i?tKP-5H-^0^ [d] t°7 

[1, 5-a] fcTU 



T L C : R f 0.27 (n -^-^V : ^ai^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m, 1H), 3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m, 2H), 1.80-1.53 (m, 4H), 1.08-0.94 (m, 6H) 0 

5 mmM2 (2 8) 

8- (3— Of-JVT^J) -2-^^-3- (1, V? 

- 6, 7-i?t Kd-5H-^p^ [d] M'yyvi [1, 

5- a] try ^ v^v 



b-v 

10 TLC:Rf 0.61 (n-^drihy : @^^^/I/= 2 : 1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.22 (d, J= 1.5Hz, 1H), 7.10 (dd, J= 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J= 7.5Hz, 2H), 2.94 (t, J - 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H)„ 

mmm 2(29) 

8- (3-^yf/V75y) -2-^^-3- (3, f^v^si 
-6, 7-v?kKn-5H-^P^^ [d] fc°7V*n [1, 5- 
a] t°H 5^ 
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OCH 3 



OCH 3 



TLC : Rf 0.56 (n-^fy : iixf;U=l : l) ; 

NM R (300MHz, CDCI3) : 5 7.29 (d, J = 2.1Hz, 1H), 7.19 (dd, J = 2.1, 8.1Hz, 1H), 



6.96 (d, J = 8.1Hz, 1H), 6.20 (br d, J - 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) D 

mM6M 2 (3 0) 

8-v'^n7 p DtVUT^y-2-7<^-3- ( 2 f-fr- 4 h^i/ 
10 7zt=7U) -5, 7-i?tKn-7P [3, 4-d] ^7^0 [1, 5-a] 



TLC : R f 0.33 (n-^fy : g^||xf/l/=3 : 2) ; 
NM R (300MHz, CDCI3) : 8 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

80 



HN 



A 
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i 

(dd, J = 8.1, 2.7Hz; 1H), 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, lH), 'i3b (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) 0 

£ffifl]2 (3 1) 

5 8- (3 : — °yf/V7?y) 3- (2-^5vV-4- 

^ h^ri/7oi=^) -6, 7-^kKn-5H-^P^ [d] t 0 7^ 
p Cl, 5- a] 




OCH 3 



T L C : R f 0.62 : f^:^/U= 5:1) ; 

10 NMR(300MHz, CDC1 3 ) : 6 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) D 

15 (3 2) . 

8- (3-^^/WT^y) -2-^^-3- (2-^^-4-^ 

-6, 7-^tFn-5H-^P^ [d] t°7^/a [1, 

5-a] try v^v 
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jC 



T L C : R f 0.59 (^VifV : SH£^ JV= 5:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1:52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1 .04 (t, J = 7.5Hz, 3H), 1 .01 (t, J = 7.8Hz, 



H»] 2(33) 

10 8- (3— <>^W7^ 7) - y^P kW- 3 - (2 -y^;P-4- 
y h^V7^^) -6, 7-v^t Ko-5H-^D^y;? [d] b°y/ 
n [l, 5- a] fc°y ^v>>- -it^it 



3H) 0 
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TLC : R f 0.60 (n-^dri^ : f^^^/V= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J = 
2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3.49 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz, 3H) 0 

mmm2 (3 4) 

8- (2-if^W5;) -2-^^-3- (2-^^-4-p< 
10 h^7i=^) -6, Kp-5H-^d^ [d] tr?'/n' 

[1, 5 -a] t'Uv^-Iill 



TLC : Rf 0.55 (n-^fy : »xf /U=3 : 1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) C 

Hjjfeffi] 2 (35) 




OCH 3 
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4-f \;fr%j>pr -6, 7-i?kKn-5H-^P^ [d] t° 
[1, 5-al : ¥y*i?^'MmtM. 




OCH 3 



5 TLC:Rf 0.31 (n-^f y : |^xf;i/=3 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (brd, J= 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2:4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05(t,J = 7.5Hz, 3H) D 

mMM2 (3 6) 

8- (N-^ f /KN - a^n W 5 ;) -2-^^-3- (2- 
h*f7x~A') -5, 7-v?kKa-7P [3, 4-d] 
15 [1, 5 -a] fcTJJ 
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o 



OCHg 



TLC : R f 0.16 (n-^MM' : BBft^^V= 3 : l) ; 
NM R (300MHz, CDCI3) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3 45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2. 16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) D 

^jfe^iJ2 (3 7) 

8- (3 -^>^T^ /) -2-^^-3- (2, 4-v J ^Wx = 
;v) -6, 7-S?t Kn-5H-^n^ [d] t°7^n [l, 5-a] 

10 



T L C : R f 0.50 ('O'i? V : @^^^^= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 

6.21 (d, J - 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
< m > 6H )° u, ( 

' ' 1 

gjfflg (3 8) 

5 8- (3---0"%A'T$S) -2-^^-3- (2, 5 -v^fvK7:n~ 
;V) -6, 7-i?tKB-5H-^u^ Cd] t°yyn [l, 5-a] 

try ^ • 




T L C : R f 0.54 (n -^f-^ : ffl£^?-;V= 3:1) ; 
10 N MR (300MHz, CDC1 3 ) : 5 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (ra, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

15 1112 (3 9) 

- 2 3 - (2-^^-4-^ 

^/U) -6, 7-^tKP-5H-^P^ [d] fc^/P [1, 5 

- a ] t-y^^v 
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HN 




och 3 



T L C : R f 0.36 ,(n : ftRif^= 3 : 1 ) 



NMR(300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H) D 

Hjfcffl2 (4 0) 

8- (N-xf^-N-^P7'W?;) - 2 -*^->V- 3- (2-^ 
10 h*is?*~fr)-6, 7-v f fc Kn-5H-^n^[d] 

[1, 5- a] fcTJ? 



T L C : R f 0.38 (n -^rl^ : @^^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH3 
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(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m, 1H), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98 (t, J = 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.16 (t, J = 7.2Hz, 3H) 0 

5 Hj(feF!l2 (4 1) 

8- (7°d/n°^-1, 3 — 7V— 2 — T^) 7^-2-^^-3- 

h^sy^-^) -6, 7-v>fc Kd-5H-^ d 
-O'* Cd] Cl, 5- a] t°y^^^ 




OCH 3 



10 TLC : R f 0.44 (^Pn*^A : — JV=9 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7. 17 (d, J - 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H), 2.11(m,2H) 0 

15 

tfe«2 (4 2) 

8- -2- (2-7^71^) -3- (2-7*^-4 

Y^S7x-~M -6, 7-^tKP-5H-^D^ [d] \fy 
y* [1, 5 -a] M°V 
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T L C : R f 0.33 (n-^f-^ : I^3i^=4 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J - 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1.70 (m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) 0 

^iW2 (4 3) 

8- (3 — <^;VT^J) -2-7i=/V-3- ( 2 - 7< 4 - ^ h 

10 -6, Kp-5H-^p^ [d] k°7/P [1, 

5 -a] try -aa** 




TLC:Rf 0.41 (n -^^r> : mk^JV= 4:1) ; 
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i ( 

NMR(300MHz, CDC1 3 ) : 8 7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88-6.82 (in, 
2H), 4.04 (m, lH), 3.85 (s, 3H), 3.55 (t, J= 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05 (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J - 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 
3H) 0 

(4 4) 

8- (2-^w^;xf;i,) t 5; y — 2 — ^ ^vv- 3 - 

-4-^ ^i/7i=;H -6, 7-v^fc Kn-5H-^o^ [d] 

t^^p [1, 5 -a] try 




T L C : R f 0.30 (Iflj^fVy : / # J -JU= 19:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) C 

mmm2 (4 5) 

;k-3- (2-y^7V-4-y>^rv'7^^/^) -6, 7-v J tKn-5H 
20 -i^P^y* [d] tfyyo [1, 5-a] k'p^^- 2j&&& 
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TLC : R f 0.46 : J— />= 9 : 1) ; 

NMR(300MH2i pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.42 (d, J - 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J - 7.5Hz, 2H), 3.85 (t, 
5 J - 7.5Hz,/2H), 3.75 (s, 3H), 3. 14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J - 7.5Hz, 2H), 2.80 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1.90 (m, 2H) 0 

mm.M2 (46) 

8- (N-^/U-N- (2-^f;U7^yxf;V) 75/) -2-^^ 
10 (2-^f/k-4-^f^7i=/V) -6, 7-v ? tKn-5H 

-isfv^yf [d] k'yyn [l, 5-a] t°V 




T L C : R f 0.46 (Ifrfb^ : ^ / — /V= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 

91 



I 
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(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, 2H), 3.64 (q, J = 7.2Hz, 2H), 

i 

2.99 (t, J - 7.5Hz, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H), 2.17 (s, 3H), 2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) 0 

5 mMM2 (4 7) 

8- (4-^7 P ^T^y) - 3 - (2-^^-4-^ 

v'^rvlO -6, 7-v?tKn-5H-^n^ [d] ^7 x /d [1, 

5 - a ] t° y ^ • 




OCH 3 

10 TLC:Rf 0.50 (n-^fy : Hi^=3 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J - 

15 7.2Hz, 3H) C 



mmm 2 (48) 

8- -2-^^-3- (2-^^-4-^ h^iX 

!7:n=/V) _ 6 , 7-^tKn-5H-^n^ [d] t°7/D [1, 
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t 

i 

5 -a] f y^Vx-,i£Sfeifi 




OCH 3 



I 

TLC : Rf 0.40 (n-^fy :^xf;U=3 : l) ; . . 

NMR(300MHz, CDC1 3 ) : S 7.36 (brd, J = 9.9Hz, 1H), 7.12 and 7.11 (d, J = 8.4Hz, 

1 ■ 

5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4. 1 8 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.2Hz, two comformers, 3H)„ 

10 mmm2 (4 9) 

- (2-^f/>-4-^ h^^7x=/l/) -6, 7-S?tKn-5H-^ 
u^<y? [d] [1, 5- a] tT 5 5 ^ ■ ttiWfi: 




och 3 
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T L C : R f 0.42 (n -*^Mfy : ^zc^;V= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 
5 (brs,2H) 0 

»#iJ2 (5 0) 



8- (3-^>-^r^/) -3- (2-^^-4-^ h^r^7^^/U) 
-6, 7-^tFn-5H-^0^ [d] VyVu [l, 5-a] fc° 
10 V 5: • 



T L C : R f 0.46 ( n -^-fy : @^^/k= 3:1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) 0 

mmm2 (51) 

8- [ (2R) - 1 Y**y~?$y-2 — f/v] T$y-2-^?;]s-3 




WO 02/053565 PCT/JP01/11581 

- (2-7*^-4-^ h^-yy^^jU) -6, 7-i?t Ko-5H-i/^' 
p-<^* [d] t°7^p [l, 5-a] v^y-Iit 



HN ^OCH 3 




OCH 3 

TLC:Rf 0.21 (n-^f V : tt^=3 : l) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1 .08 and 1 .07 (t, J = 7.5Hz, two comformers, 3H) e 

10 

mmm 2 (52) 

8- [ (2S) h*i/-??>-2 — TK/ -2-^f-/U-3 

- (2-^f-/U-4-^h^iyy^^/U) -6, 7-^kKo-5H-^ 
u^ls? [d] t'y/n [1, 5-a] t° y ^ v>V • i&^t 



95 
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OCH 3 1 



TLC:Rf 0.2i (n -^ff-y : g^:n<?vV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 

1 

3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1.08 (t, J = 7.5Hz, two comformers, 3H) Q 

mmm2 (53) 

y^=-)V) -6, T-v't Ko-5H-i/^n^y^ [d] fc°^/n [1, 
5- a] fc°y *W 




OCH 3 
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i 

•i 
t 

TLC : R f 6.30 (n-^-fy : @1fg^-^VV= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, .lH), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3.15 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m,6H)o 

i 

I 

mmm2' (5 4) . 

8- (3-^:/5vV7 5 /) -2-^^-3- (2, 4-^7/VtP7x 

=.JV) -6, 7-^tKn-5H-^o^.[d] fc'y^n [1, 5- 
10 a] t°V 




TLC : Rf 0.57 (n-^fy :ftKxf/i/=3 : 1) ; 
NM R (300MHz, CDC1 3 ) : 8 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J=7.2Hz, 6H)„ 

mmm 2(55) 

8- /) -2- h V y?Vi^xi^^-?V-Z- (2-^^ 

-4- J Y*i/7*L-;V) -6, 7-^tFD-5H->^n^ [d] 
20 fc'^/n [1, 5 -a] t°y^v^ 

97 



WO 02/053565 



PCT/JP01/11581 




jG 



och 3 



TLC:Rf 0.42 (n-^ty:^xf/U=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (br d, J = 10.2Hz, 1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 

g^M2 (5 6) 

8- (N-^^-N- (2-p< h=¥voc^) T5:/) -2-^^-3 
10 - Y^syx.-M -6, 7-^tKn-5H-^ 

u^y? [d] fc°7^n [1, 5-a] ^^v'y-Mt 



TLC : Rf 0.20 (n-^fy : ^ixf;l/=3 : 1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH3 
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(dd, J = 8.4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J= 5.1Hz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H) B 

i 

5 mmm 2(57) 

7!=^) -6, 7-^tKn-5H-^n^y;? [d] fc°7^n [1, 

5-a] t°y r^y 



10 TLC : R f 0.30 (n-^*1f> : ft8&^^=3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J= 8. 1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H),3.81 (s, 3H), 3.80 (m, lH),3.10(t, 
J= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2.18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) 0 

15 

H3£#!l 2 (58) 



8- (N-ynfcVW-N- 7^) -2-^^-3- (2 

-^f;i/-4-^f^7i=;V) -6, 7-^tKn-5H-^o^y 
9 [d] t-yy'n [l, 5-a] tTP Si^-JfigBfc 
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T L C : R f 0.43 (n -^*f~y : gfclfe^fvl^ 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1.42 (m, 2H), 0.98 (t, J - 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) e 



(5 9) 



8- -2-^^-3- (4-^ f^rv^7^^/l^) 

10 -6, 7-^tKo-5H-^n^ [d] V?9u [1, 5-a] fc? 




OCH 3 



TLC:Rf 0.57 (n-^W :R»i^=2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J - 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

i 

5 HI2 (6 0) 

8- -2-^y7 c P tVU-3- (4-^h^v-7cc 

~/^) -6, 7-i?t Kc-5H-^n^y^ [d] f7)/n [1, 5- 
a] t°y 5 v?^ 



10 T L C : R f 0.54 (n -^^fy : »xf 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J= 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) 0 

15 

mmm 2(61) 

8-1-^7^-2-^^-3- (2-^^-4-^ Y^i/y^ 
~;V) -6, Kn-5H-^ u^ls? [d] ^7/0 [l, 5- 

a] t'V^py 
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PCT/JP01/11581 




OCH 3 



t L C : R f 0.35 (n -^Mf^ : @^^/V= 3:1) 



NMR (300MHz, CDC1 3 ) : 6 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J = 7. 5Hz, 2H), 2.30 (s, 3H), 2. 1 8 (s, 3H), 2. 1 1 (m, 2H), 1 .57 (s, 9H)„ 

1 ■ 

mm (62) 

8- -3- (2, 4, 6- MJ^TTK?*^') - 

6, 7-^t Kn-5H-^a^ [d].tT9^o [1, 5- a] try 
10 SS^-jfiBKft 



T L C : R f 0.58 (n ~^^-y : @^^/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2.13 (s, 6H), 1.67-1.96 (m, 4H), 1.07 (t, J - 7. 5Hz, 6H)„ 



mmm2 c&3) 



8- (1— 7^-2-)f;K3- (2-^^vV- 



TLC : R f 0.28. (n-^=¥f-> : |fflfcai^= 3 : 1) ; 
N MR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J - 2.7Hz, 1H), 6.97 (dd, J - 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) 0 

15 (6 4) 

8- (3-^^/VT^/) -2-^^-3- (2, 3-v?^^vv-4- 
> HWxsA') -6, 7-^tKo-5H-^n^ [d] 

v [i, 5-a] try 



5 4-^ F^V7x-;l/) -6, 7-i?kKn-5H-^n^ [d] fc° 



[l, 5-a] \?D $i?>-mmL 




OCH 3 
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OCH 3 

T L C : R f 0.37 V : JS^St^/U= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 8.1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1 .03 (t, J = 7.5Hz, 3H), 1 .01 (t, J= 6.9Hz, 3H) C 

mum 2 (6 5) 

8- (3-^^/UT5;y) -2-^^-3- (2, 5-v ? ^5 L ^-4- 
10 7* \>**S7x.~)V) -6, 7-5?fcKo-5H-'^D^ [d] 

p [1, 5- a] try ^ 




OCH3 

TLC:Rf 0.43 (^^i?^ : gfcfife:r?v^= 10:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 6.99 (s, 1H), 6.76 (s, 1H), 6.20 (d, J = 10.5Hz, 1H), 
3.84 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H) e 

5 mmm2 (6 6) 

8- [N- (2, 2, 2-MJ7/^p^^) -N-V^nynWf 
/V] 7?;-2-^9 L ;W3- (2-^^-4-^ Y**/?x.~;V) -6, 
7-^kK.n-5H-^n^ [d] fy/n [l, 5-a] try §5? 



TLC : R f 0.62 {n-^-fy : mWt^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, J = 6.9Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 

HMM 2(67) 



8- (2, 2, 2-M)7;^nxf^) T?/- 2-^^-3- (2- 
4-p< b^v^^/l^) -6, 7-^tKn-5H-^D^ 
20 [d] [l, 5-a] fD^-v^ 



10 
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TLC : R f 0.22 ,(n-^f-^ : KSfe^fvl^ 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 (dq, J= 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H), 2.17(s,3H) 0 



mm,M2 (6.8): 

8- [ (2R) - 1 -7< f/V] 75/-2-^f^-3 

10 - (2-^^-4-^ h^7xs/l/) -5, 7-S?feKP-7 0 [3, 
4-d] tfy^/o [1, 5 -a] tr JJ 5 S?^ • 




OCH3 



TLC : R f 0.25 (n-^i^V : gfflft^^= 2 : l) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 
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. 4ii 

j 

7.37 (brd, J - 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6,95 (dd, J = 8.1, 2.7Hz, 1H), 5.45 
(d, J - 9.9Hz^lH), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s; 3H) > 2!41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t,J = 7.5Hz, 
3H) 0 

t 1 

mMM2 (6 9) 

8- [ (2R) - 1 2-' 4JV\ 7^-2-^^-3 

- (2-^f/V-4-^^v'7i^) -2, 3-i?t Kn-7n [3, 
2-d] t°7 x /n [1, 5-a] tfy^^V-lifflWt 




T L C : R f 0.29 (n -^^rfy : ^ixf /!/= 2:1) ; 
NMR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1 .46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) C 

H»]2 (7 0) 

8- O-'O'W^) -3- (2, 6-v f ^^-4-7« h^v-7cc 
-6, Kp- 5H-^n^ [d] fc'^n [1, 5- 



107 



WO 02/053565 



PCT/JP01/11581 



HN 




•HCl 



TLC : R f 0.33 (n-^^> : SHft^f"^- 3 : 1) ' ; 
NMR(300MHz, CDC1 3 ) : 6 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J - 6.9Hz, 2H), 2.32 (m, 
2H), 2.14 (s, 6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 .2Hz, 6H) 0 ■ 

mmm 2(71) 



8- (3-^^7 5;) -3- (4, 6-i?*^SU-2-* hfriy?*. 
10 -6, 7-^tKn-5H-^n^ [d] t°^y*n [l, 5- 

a ] try 5^ -JfigfeS 




T L C : R f 0.33 (n -^IfV : gf#^/W= 3:1) 
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15 



NMR(300MHz,' GDC1 3 ) : 5 7.99 (s, 1H), 7.37 (br d, J - 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, lHX\bl (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s, 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t,> J = 7.2Hz, 
6H) 0 

» 

mmm2 (72) 

8- (3.-^^7^/) -2-7*^/^-3- (2, 6-v ? p<^;U-4- 
P [1, 5- a] =• v 5 ^ 




10 OCH 3 



TLC : R f 0.33 (^if^ : g^^^vW= 1 0:1); 
NMR(300MHz, CDC1 3 ) : 6 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 



miMM2 (7 3) 

8- (3 °y^^T?.y) ~ 3 - (4, 6-v ? ^f"^-2- 

^ h^rV7^^/U) -6, 7-^tKn-5H-^o^ [d] 1^7^ 
D [1, 5 -a] fc°!J ^v>>- 
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HN 



cc: 

N 




OCH 3 



TLC : R f 0.33 : ifcgfcc^vl^ 10:1) ; 

NMR(300MHz, CDC1 3 ) : 6 6.75 (m, 1H), 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) 0 

1112 (7 4) 

8- (3-^f-/W<^y- 3-^/V) 75/-2-^f^-3- (2-;* 
10 ^-4-^ h^7x=;l/)-6, 7-i>t Kn-5H-^n^[d] 
fc^/n [1, 5-a] tTU 




OCH3 



T L C : R f 0.36 (n-^-fy : @»^^= 3:1) 
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NMR (300MHz, CDC1 3 ) : 8 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 ' 
H), 1 .55 (s, 3 H), 1 .03 (t, J = 7.5Hz, 6 H) 0 

(7 5) 

8- (3-^^7 5/ ) -2-;*?VV-3- (5-^pp-I, 3 -v 5 
%- 4 jV) -6, T-^tFn-SH-^P^ [d] 

tr^/n [i, 5-a] try 



T L C : R f 0.44 is : ffi&3.f-jV= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 5 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J - 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) C 

HMff!l2 (7 6) 

8- (N-xf/Iz-N-'O^l'T^/) -2-^^-3- (2-^^ 
-4-^ h^^^-yl/) -6, 7-i^tKn-5H-^B^ [d] 
t°7/n [l, 5- a] f!) ^ 




111 



WO 02/053565 



PCT/JP01/11581 




OCH 3 



TLC : R f 0.43 (n-^-fy : &M^^= 2:1) 



NM R (300MHz, CDCI3) : 5 7.26-7.43 (m, 5H), 7.13 (d s J = 8.4Hz, 1H), 6.89 (d, J = 



5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2.19 (s, 3H), 1.39 (t, J - 6.9Hz, 3H) D 

mmM2 (77) 

8- y) - 2-t=f-;V- 3 - (2-^on-4-h!)7 

10 ;VtD^ b^?*-^) -6, 7-v>t Kp-5H-^p^ [d] 
t'y^D [1, 5 -a] v 5 :/ -ifiilit 



2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 




OCF3 
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i 

i 

i 

T L C : R f. 6.52 (n -^^rls : m&^fr= 3:1) ; 
NMR(300]\£Hz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 5 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J= 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t< J = 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), .1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, 6H) 0 

i 

I 

H»!l2' (7 8) . 

8- 7) -2-^^-3- (2-^dp-4-^# 

v-7^-/!^) -6, 7-^kKP-5H-^n^ [d] t°7^P [1, 
10 5- a] t°y ^v^-it^Jfe 




OCH 3 



T L C : R f 0.20 (n : 3:1) ; 

NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H)„ 



nm\2 (7 9) 
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3- (2-^f;U-4-^ b^7x-;V) -6, 7-5?tKo-5H-'> 

i 

W^y$ [d] [1, 5 -a] £JJ 5 S» ■ ittHtt 




OCH 3 



TLC : R f 0.24 : gft&*?vV= 2 : 1) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13 (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 

10 gUfiflU 2 (80) 

8- (1, 2, 5, 6-fh7tKnfy^;i/) -2-^^-3- (2- 
tfA'-A-* -6, 7-^tKo-5H-^P^ 

[d] t°7^n [1, 5-a] fJUv^ 
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o 
06 




0CH3 



T L C : R f 0.30 : gHfc:r;?vV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
( dd, J = 2.7, 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2.16 (s, 3H), 2.11 (m, 2H) C 

Hl»i|2 (8 1) 

8- -2-^^-/U-3- (2-j* t>3ri"-4, 5 - 

10 ^^f^7s=^) -6, 7r^tKn-5H-^P^ [d] t°7^ 
a [ 1 , 5 - a ] fcT y ^ ^> • «B;ife!& 




T L C : R f 0.29 (^f-l' : @^^5^= 3:1) 
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N M R (3 OOMHte, CDC1 3 ) : 6 7.29 (brd, J = 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H),. 3 r 90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 r 1.62 (m, 4 H), 1.04 (t, J = 
7.5Hz, 6H) 0 

5 :' 

mmm2 (8 2) 

8- (1, 2, 3, 4-ff7tKn^fy^7!Jy-2->f/l') -2-^ 
/U-3- (2-^'5 L ^- 4-^ en — /V) -6, 7-^tKn-5H 

_^p^^' [d.] t°7^n [1, 5- a] fc'lJ^v^ 




T L C : R f 0.24 : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) c 

H»j2 (8 3) 

8-^oi^^t^/-2-^^-3- (2-^^-4-^ b^-yy^- 
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A?) -6, 7-i?t Ko-5H-^P^ [d] fc^/n [1, ,5 -a] 



TLC : R f 0.35 {^^^ : 0^f-;V=3 : 1) ; 
5 N M R (3 00MHz, CDC1 3 ) : 5 8.01 (br, 1H), 7.45 - 7.3 8 (m, 2H), 7.33 - 7. 1 7 (m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J - 7.8Hz, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) D 

(8 4) 

10 8- {2- ^-^-/^y zx.=-;V) T$;- 3- (2-^^-4- 
p< -6, 7-^tKn-5H-^n^ [d] ky/ 

P [ 1 , 5 - a ] 




OCH 3 




OCH3 
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T L C : R f 031 (^Vy : g»^fvV= 3:1) ; 
NMR(300MHz, CDQ 3 ) : 6 7.76 (br, 1H), 7.32 - 7.17 (m, 5H), 6.87 (d, J = 2.4Hz 5 
1H), 6.80 (dd, J = 8:4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s, 6H), 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (m, 2H) 0 



5 



m&M2 (8 5) 



8- O-^Wx^;!') /-2-^fvV-3- (2-^^-4- 
^ h^v-7^^7l>) -6, 7-^tFo-5H-^P^ [d] t°7V* 



TLC : R f 0.38 (^=¥1^ : g^rc^= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J - 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) C 

»#iJ2 (8 6) 

8- {4-*J-;VyoL~;V) T%y- Z-tf'fl'- 3- (2-^^-4- 
h^rv^^/V) -6, 7-^kKD-5H-^0^ [d] fc°^/ 



n [1, 5 -a] tTJJ ^v?y 




10 



OCH 3 
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P [1, 5- a] f^v^y 




OCH 3 



T L C : R f 0.33 ' {.^y-V : ffiM^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1 .88 (m, 2H) 0 

H»!l2 (8 7) 

8- (N-7^^;l— N-7°p tVUT^ /) -2-7^^-3- 
10 ;i/-4-^ h^f^7x^;l/) - 6, 7-^tKP-5H-^DXy^ [d] 
f^y'P [1, 5 - a] t°y 5 




OCH 3 



T L C : R f 0.48 (^^y : @^^^^= 3:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - , 
6.87 (m, 4H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J= 7.5Hz, 2H), 2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) D 

i 

mm,M2 (8 8) 

8- (N-^y^-N-^nk>7 5 7) - 3 - (2-^ 

h^v^7zc^;v) -6, 7-^tKn-5H-^n^ [d] 
fc°7 y*n [ 1 , 5 - a ] k'Pv^y 




OCH 3 



TLC : R f 0.63 (^=¥1^ : f^^/l^ 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
15 1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) C 

Wlim 2 (8 9) 

8- (N, N-^TU/KTS;/) - 2 - ^ f-^- 3 - (2-7<f7l— 4-p< 
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Y*ris-7x.—7V) -6, 7-i?kKn-5H-^D^ [d] fy^n' 
[ 1 , 5 - a ] fc° V 5 v 5 V • 



TLC : Rf 0.46 (^f-V : ftRat^yi^ 2 : 1) ; 
5 NMR (300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J « 10.5Hz, 2H), 5.35 (d, J = 18Hz, 



2H), 2.28 (s, 3H), 2.23 (m, 2H), 2. 1 8 (s, 3H) 0 

io mm op) 

8- -2-^^-3- (2-p<^/l— 4-v 5 ^^ 

/V7U7x^) -6, 7-^tK0-5H-^P^ [d] \fyV 
u [1, 5- a] try 




OCH 3 



2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, 
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T L C : R f 6.17 (^ty 1 : ff»xf;l'-3. : 1) ; 
NMR(300MHz, CDCi 3 ) : 5 7.11 (d, J = 8.1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), 6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J - 7.5Hz, 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H), 1.80 - 1.56 (m, 4 H), 1.01 (brs, 6 H)„ , 

i 

I 

mmm 2 on 

8- (1-7s='^b twr^y) -2-^^-3- (2-^^-4 
h^7xs^) -6, 7-^kKn-5H-^n^ [d] t°7 

10 [1, 5 -a], t°y ^v^v • mm& 




0CH3 



TLC : R f 0.45 : g^gftai^u= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (in, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) Q 

mMM2 (9 2) 
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I 

i 

8- (N- (2'-yz F =.;u^;u) -Nr/o,W^) -2-tf'A'- 
3- (2-H;l'-4- < ?ib^75^) -6, 7-^fcKa-5H-^ 

/ 1 

tu^s? [d],t°7^D [i, 5-a] t°y$:^y-m^ < 




och 3 



T L C : R f 0.35 (^-f V : &&^<f-)V= 3:1) ; 
NMR (300MHz, CDCI 3 ) : 8 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) 0 

mMM2 (9 3) 

8- (N- (3-7^^/ut°d fc'/W) -N-^n tVUT ^ /) -2-p<^ 
-3- (2-^f^-4-n^7x-;l/) -6, 7-v ? tKn~5H- 
i^n^^ [d] t°7^n [i, 5-a] ^y^i?^ 
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OCH 3 



T L C : R f 0.40 (-^rlf ^ : %&L^f-jV= 3:1); 
N MR (300MHz, CDC1 3 ) : 8 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 - 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

1 

m&M2 (94) 

8- (N— -N-^p kV^T^y) -2-*7vl>- 

10 3- Y*i/7^=.;V) -6, 7 -v?t Kn- 5 H- V 

^n-O-* [d] [1, 5-a] t 5 Hv?y 



T L C : R f 0.48 (^dri^ 1/ : @^^fvl^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 




OCH3 
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I 

i 

J = 8.1, 2.7Hz, lH), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz, 2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 

1 t 

J = 7.5Hz, 2H), ! 2.88 (t, J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 

i 

3H), 2.15 - 2.05 (m, 2H), 1.66 - 1.49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) e 1 

5 H»!l2 (9 5) 

8- (l-7i^-2-7*^) 7^7-2-^^-3- 
-4-^>^i/7i^/l/) -6, 7-i?kKo-5H-^P^ [d] 
fcWn [1, 5- a] tTp5^-ittWI[ 




OCH 3 

10 T L C : R f 0.41 (^*fy : l?8if^= 2:1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82 - 2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) 0 

15 

mMM2 (9 6) 

8- (l-7i^-3-^yf/H T^/ -2-/^-3- (2-*?- 
ol=.;V) -6, 7-^fc Kn-5H-^n^ [d] 
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t°yy'n [l, 5 -a] If U 5 ■ 3£$t& 




och 3 

T L C : R f 0.43 (^MfV : W^^^= 2:1) ; 
NMR (300MHz, DMSO-d 6 ) : 5 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

10 8- (N- {A-^-^-JVy ol^jV) -N-yntVl^T^y) 

3- (2-^fvV-4-p< -6, 7-^tFP-5H-> 

^pX^ [d] f7)/n [1, 5-a] If JJ =• v> >- • 
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OCH 3 



T L C : R f 0.43 (-^f^ : %t^^/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.27 (d, J =8.1Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.3 1 (s, 3H), 2.22 (s, 3H), 1 .77 - 1 .97 (m, 6H), 0.98 (t, J = 7.5Hz, 3H) C 

1 

(9 8) 

8- (N- (4-p<^7^^/^) ^^-N-^atVl/T^y) -2-^ 
(2-^^-4-^ h^ri/7ai=/W) -6, Kn- 5 

10 H-v^n^^ [d] k°7 N /a [l, 5 -a] tf y $ • ^SMft 




OCH3 
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TLC : R f 0.45 (^Mf">": flflfcafyVas 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.11 - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, 
J = 2.7, 8.7Hz, 1H),' 5.13* (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
5 3H), 1.77, (m, 2H)„ 0.94 (t, J = 7.5Hz, 3H) D 

I 

mmm2 (99) 

8- (N- (3-^^7i=;v) -N-^nkVUT^y) 
3- (2-^f/l^-4-^b^7x^;V) -6, 7-i^kKo-5H-V 
10 *u^* [d] tfy^a [1, 5 -a] • ilffllifc 




T L C : R f 0.41 : @1^^fvV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
1 5 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1 .77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) C 

Hjfeff!l2 (10 0) 

8- (N- (4-^ h^^-^) ^fvV-N-T/n fcVVT^/) -2- 
^^-3- (2-^/1—4-^ h^V7*^/V) -6, 7-^tKD- 
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5H-$/^ta*<^# [d] [1,,5-a] fH^-Iit 




och 3 



T L C : R f 0.26 : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) 0 

nifegg 2 (101) 

8- (N- (4-^on7i^) ^f^-N-/nfc>7^/) -2-^ 
(2-^f;v-4-^ h^7i^v) -6, 7-^kKo-5 
H-v^n^V^ [d] t°7^D [1, 5- a] M'V • 
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CI 




OCH 3 

T L C : R f 0.26 (^rf" V : 3:1); 
NMR (300MHz, CDC1 3 ) : S 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) 0 

H»!l2 (1 0 2) 

8- (N- -N-7°n tVl^T^ 7) 

10 3- (2-7^-4-7 Y^r'yy^jV) -6, 7 - v 5 1 Kd - 5 H- 
^p-<>^ [d] fyy'n [1, 5-a] W - Wk^ 




130 



WO 02/053565 



PCT/JP01/11581 



TLC:Rf 0.46 (^3MJ-y : ffilx f-jU=3 : l) ; 
NMR (300MHz 3 CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6^90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3.84 (s, 3H), 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (ra, 6H), 0,97 (t, J = 
5 7.5Hz, 3H) 0 

Hi 2 (10 3) 

8- ( (3S) - 3-t ^^v'^^^- l, 2, 3, 4-7^7tKn^y 

3vy>-2 — r/v) -2-^^-3- (2-^^-4-^ h#^7x 

10 ~/U) -6, y-v'tKo-SH-^n^ [d] fy^/p [1, 5- 
a] t°y v^-t^fi 



T L C : R f 0.56 (— : S»if^= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s,3H) 0 




OCH 3 
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I 

i 

mMM2 (1 0 4) ' . " . 

8- -2-^^-3- (2-^W5/-4 

- ^ f-AsX,?, i? 5 - ^^)-6,7-^tKn-5H-^P^[d] 

vy-Zv li, 5-a]' try Sv 5 ^- 




T L C : R f 0.42 p n /jvUA : / 9 J —;V= 2 0:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.01 (s, 1H), 7.32 (d, J= 10.2Hz, 1H), 6.85 (s, 1H), 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H)„ 

1° 

mmm 2 (105) 

8- ( (2S) h^V-3-7*^-2-7 B P tf/U) 75/- 2 

-^^-3- (2-^^^-4-t 5 hdfv'^^^/^) -6, 7-S?fcKn 
-5H-^o^ [d] bfy^/n [1, 5-a] tTU5^-ttSI* 
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i 




och 3 



TLC : R f 0.26 (^f"^ : fflgai^v^ 2:1) ; 
NMR (300MHz, CDC1 3 ): 8 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, • 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, J = 7.2Hz , 2H), 3.08 (m, 1H), 2.81 
(m, 1H), 2.3 1 (s, 3H), 2.20 and 2. 17 (s, 3H), 2. 1 5 (m, 2H) 0 

2 (10 6) 

8- (N— U-^^A^^?*— /V) 7*^-N--/nt: 0 7VT5:y) -2 
10 -^^-3- (2-^^-4-^ h*i/7*~M -6, 

-5H-^p^ [d] fc°7/o Cl, 5 -a] t'y * v 5 ^ • 
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OCH 3 



T L C : R f 0.50 : ®t^5v^= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.25 (d, J = 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
2H), 3.84 (s, 3H), 3.70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

mmm2 a o 7) 

8- {4-7 ^~;V\?s<yVy- 1 — f/l") -2-^^-3- (2-^ 
/V _4_^ b^v^^^/V) -6, 7-i?kKP-5H-^n^ [d] 
t°yy"D [l, 5 -a] t 0 JJ • 
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OCH 3 



TLC : R.f 0.30 (^Mfi' : HSfct^vl^ 2 : l) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H)„ 

mmm2 (108) 

8- (4- (2-^od7i^) h'^yify-l-JM -2-^A'- 
10 3- (2-^f/u-4-^b^7x=^) -6, 7-^fcKn-5H—> 
fu^f [d] [1, 5-a] f^v^ 
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N 
N 




OCH 3 



TLC : R f 0.38 (^f"^ : 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.41 (dd, J = 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 

i 

1112 (10 9) 

8- (N, N-^W?7) -2-^^-3- (2-^^-4-^ 
10 h^v-7^-;H -6, 7-^tKP-5H-^n^ [d] 
[1, 5 -a] f'Jv^-ttS 
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TLC:Rf 0.57 (^1^ : @M^fW= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.12 (d, J - 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1.38 (m, 4H), 0.97 (t, J = 
5 6.9Hz, 6H) 0 

£jfefll2 (110) 

8- (N-^^V-N-^/UT^y) -2-*?Vl'-3- (2-^^- 
4-7* Y**y7^~>v) -6, 7-i?tKD-5H-^n^ [d] fc° 

10 [1, 5 -a] v^y-Sit 



T L C : R f 0.36 (^*-f> : ftBfe^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1.40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) G 

(1 1 1) 



8- (N- {A- *=f-)Vy ol~)V) ^f;l/-N-^W5;) 
20 /I/- 3 - (2-^^-4-^ 31=71^) -6, 7-S?kKo-5H 




OCH3 
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i 

-^n-^/tf'Cd] [l, 5-a] trU^^-iftit* 




och 3 



TLC : R f 0.53 (^f-^ : IM^^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H)„ 

jHfeffi]2 (112) 

10 8- (N- (4-^f^7i^) p*?W-N- (2-* h^VJcTTU) 7 
^ y ) -2-^^-3- (2-^^-4-^ h*'>7 3i=i/U) -6, 7 
-v?fc Kp-5H-^p^ [d] t°7/P [1, 5-a] t°y 5 v>> • 
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OCH 3 



T L C : R f 0:23 (^rl^ : ^^f-jU= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2. 19 (s, 3H) 0 

g|jfcffj2 (1 1 3) 

8- (N-v^ nT-ci f/V-N- (4-*^vK7:n=. /V) ^/^T^/) - 
2-^^-3- (2-^^-4-^ h^-yy^^^) -6, 7-vJtF 
10 a-5H-^P^ [d] fc°7y*P [1, 5- a] k°H^y-Mi| 
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OCHg 



T L C : R f 0.35 (^^t V : ^f^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30- 2.10 (m,3H),2.19(s,3H), 1.10 -0.80 (m,4H) 0 

1112 (114) 

J) - 2-Z3-/1— 3 - {2-*<?-JV-4-t Y*r*S7 3.~fr) -6, 7- 
10 ^Fn-5H-^n^^ [d] [1, 5- a] fc°y • 
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OCH 3 



T L C : R f 0.37 (^^^ : g^^^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2. 1 1 (s, 3H), 1 .38 - 1 .05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35-0.10(111,211)0 

mmm2 (115) 

8- (N, N-^7°o tVl^T^ 7) -2-^^-3- (2-^5^-4- 
10 ^ h^^/7j^) -6, 7-i>tKn-5H-^n^ [d] ^7^ 
* [1, 5 -a] t°y 5 v 5 ^ 




OCH3 



141 



WO 02/053565 



PCT/JP01/11581 



TLC : R f 0.59 (^1^ : @fi^^vV= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J , 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 

i 

5 7.5Hz,6H) 0 

iii 2 (ii6) 

-2-/=f/l--3- (2-/^^-4-/ -6, 
10 Kd-5H-^o^ Cd] k°7^o [1, 5-a] fc° 9 ^ i» • 




T L C : R f 0.47 ^%"f> : ftB^^V^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, 3 = 8.1Hz, 2H), 7.11 
15 (d, 3 = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J = 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz, 3H) 0 
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mmm2 (up 

8- (N-7-P tVV-N- TS>>) -2-^/>-3- (2 

5 * [d] t°7/n [1, 5 -a] t'V^ity 



T L C : R f 0.55 (^l^ : @»^,u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) C 

HJfcffj 2 (118) 

8- (5-/-A-T$/) -2-^^-3- (2-^^-4-^ h^fv' 
15 7^~)V) -6, 7-v?tKo-5H-^n^ [d] fy/a [1, 
5- a] t'y 




OCH 3 



143 



WO 02/053565 PCT/JP01/H581 




TLC : R f 0.58 : ^=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J - 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30 - 1.53 (m, 8H), 0.94 (m, 6H) 0 

^W(I2 (119) 

8- (N-S'^P^i/fVl'-N- U-T^^^—^) >f;V75/) - 
10 3- 4-^ b^v^7^— M -6, 7— 5?fc K 

a-5H-iX^P-<>^ [d] t°7yn [1, 5 -a] t° y 5; • 



CH 3 




OCH 3 
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T L C : R f 0.38 (^f-y : ^m.^A= 2 : 1 ) 



NMR(300MHz, CD 3 OD) : 8 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 

; t 

J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 



(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 
5 2.22 (s, 3H), 1.98 (s, 3H), 2.40 - 1.60 (m, 10H) o 



TXJ) -2-^^—3- (2-^A'-4-^ y**/y zc=.;V) -6, 
10 7-^tFn-5H-^o^ [d] t°7 ; /n [1, 5- a] 



T L C : R f 0.85 (^f-^ : fflgtx.f-/U= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H)„ 





SCH 3 



OCH 3 
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1ML2 (1 2 1) 




5H-^p^ [d] t°7/ci [1, 5-a] fUv^y 



TLC : R f 0.87 ('^MM' : Bm^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

^jfe^l! 2 (12 2) 

8- (N-V^n^/W-N- (4-^^^31-/1^) y^TS:/) -2 
-^^-3- (2-^^-4-p< h^tX^ai^^) -6, 
15 -5H-^n^ [d] t°^/n [1, 5-a] t-y^v 5 ^ 



F 




5 



OCH 3 
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T L C : R f 0.48 {r<%"fy : fHfc:c^vi^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H) 0 

Hjfcffi]2 (12 3) 

10 8- (N-oi^-N- (4-^f/V7x^;U) -2-^ 
;W-3- (2-^^-4-^ h^rv^^-^) -6, 7 — fc K D — 5 H 
-V*p^* [d] fc'yy'n [1, 5-a] k c y?v?y 
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T L C : R f 0.69, {^V* : gftfct^vl^'l : 1) ; 
NMR(300MHz,CDCl 3 ) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (bit, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1.18 (t, J = 6.9Hz, 3H)„ 

mMM2 (12 4) 
8- (N-^n fcVW-N- (4- MJ 
10 /) -2-^^-3- (2-^^-4-;* f^v^^^U) -6, 7- 
^tFn-5H-^n^ [d] [1, 5-a] 
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OCH 3 

T L C : R f 0.79 (^drf-^ : ^^5^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), 

7. 18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 

2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 

2.35 (s, 3H), 2.19 (s, 3H), 2. 18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.5Hz, 

3H) 0 

SMi 2 (12 5) 

8- (N-I/P fcVU-N- (7f7tKP77^-2 — f/W) ^W^) 
-2-^^;V-3- (2-^;l/-4-^^7x-;V) -6, 7— S?fc 
Kn-5H-V^a-<^ [d] k 0 7y'n [1, 5-a] W 
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OCH 3 

TLC : R f 0.31 {^^V : ftSfcrfvl^ 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, '3H) 0 

H»J 2 (12 6) 

8- (N-^/l^-N- T^7) -2-^^-3 

10 (2-^/^-4-^ h^iX 37 n^/l/) -6, 7-^tKD-5H-^ 

u^y^ [d] [1, 5 -a] 




OCH3 

TLC : R f 0.30 {<^*-fV : H^x^= 2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s,' 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H)„ 



(1 2 7) 

8- (N-!/tt tVW-N-v-^aya tVl^T5;y) - 2 -j^fvV- 3 - (2 
f^;/7i^) -6, 7-i/tFB-5H-i/^n^ 
^ [d] t°7 s /n [l, 5-a] t°y$v^ 



T L C : R f 0.45 (^^-^^ : %£^^/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) 0 

H»]2 (1 2 8) 

8- (N-v^ n^^^vi— N- (2-^f^->^^) -2 
3 - (2~pi=f-/U-4-/ h^is^^—M -6, 7-i^tKa 
20 -5H-^P^ [d] t°7i/T3 [1, 5-a] t'!)^^ 





OCH 3 
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OCH 3 



T L C : R f 0.57 (^f-^ : @^ai^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7. 17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 , 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) 0 

mmm 2 (129) 

10 8- (3-^ h^v'tf/Mwl'-l, 2, 5, 6-7b7tKot°y^) 
- 2-^^/1^- 3 - (2-^f;V-4-^ h^^/7i=^) -6, 7— 5?fc 
Kn-5H-^P^i? [d] fc°^/P [1, 5-a] tfU • ittife 
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OCH 3 

1 

TLC : R f 0.27 (^-fy : ffSfc*^=2 : l) ; 
N MR (300MHz, CDC1 3 ) : 8 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3. 16 (t, J = 6.0Hz, 2H), 2.85 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1.34 (t, J= 6.9 HZ, 3H) Q 

mmt2 (13 0) 

10 7) -2-^^-3- (2-^/^-4-^ fdrv^zc^/U) -5, 7 - 

^Kd-7b [3, 4-d] [1, 5-a] t°y • mmm. 
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OCH 3 



TLC : R f 0.68 (^rf-> : ftBfct^7l/= 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) 0 



mmm2 (1 3 1) 

8- (3- (3-^^-1, 2, 4-^-=¥ihv J T>/-7l'-5-^7l/) -1, 
10 2, 5, 6-Th7tKDt 0 !)^) -2-^^-3- (2-7<^-4 
Y3ci/y^~;v) -6, Ko-5H-^n^y^ [d] 

yp [1, 5- a] t°y 5 w 
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OCH 3 

T L C : R f 0.18 : gfflfcc?yV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H), 2.14 (m, 2H) 0 

HMI2 (13 2) 

8- (4-^/W$/) -2-^^-3- (2-^ h=¥ 
10 -6, 7-i?kKB-5H-'^o^ [d] t°7^o [1, 

5- a] VVSitf-iffltL 




OCH 3 
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. 'in 

L 

T L C : R f 0,48 i^^y : g^^fvl^ 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.37 (d, J - 8.7Hz, 1H), 7:07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H),3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 

i 

5 1.00 (t, J = 7.2Hz,; 3H), 0.99 (t, J = 7.5Hz, 3H) C < 

I • 

i 

I 

2 (13 3) 

8- (N-^pynW^-N- (2-^!J/W) 75/) -2-p< 
(2-^,^-4-^ h^^*^) -6, 7-^kKn-5 

io H-i/^o^y^ ,[d] [i, 5-a] t-y^v^ 




OCH 3 



TLC : R f 0.73 (^t^ : SS^f A^=l : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) 0 

mMM2 (13 4) 

20 8- (n— (2-p« h^v^^/w) -N- (2-^f-y/w) rs;y) -2- 
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5H-^d^ [d] VyVxi [1, 5-a] t'P^v^V 



T L C : R f 0.13 (^M^ : g^^^/V= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (ra, 2H), 1.81 (t, J = 2.7Hz, 3H) 0 

10 ggjfeM 2 (13 5) 

8- (2-^D/WT^y) - 2-^^-/1^-3- ( 2-^/1'- 4-^ 
*y?^~/u) -6, 7-v?kKn-5H-^n^^ [d] fy^n [1, 
5-a] b°y 5 *Jls 




OCH 3 




OCH3 



15 T L C : R f 0.80 {^^y ; g^^/i^ 1 : 1 ) 
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NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, IE), 6.78 
(dd, J = 8.4, 44Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m, 2H), 1 .83 (t, J = 2. 1Hz, 3H)„ 

j 

mMM2 (1 3 6) 

8- (4- (4-!?PP7i=;H -1, 2; 5, 6-x h7t Kat°y 
)V) -2-/ 3 - (2-^f"/V-4-^ h#i/7aiSi/V) -6, 7- 

5?tKn-5rf-'>-)o^ [d] fy^/n [1, 5-a] t'K^y 




T L C : R f 0.10 (^^rf-^ : ftift^^= 3:1) ; 
NM R (300MHz, CDC1 3 ): 8 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2. 17 (s, 3H), 2. 17 - 2.08 (m, 2H) D 

MM 2 (13 7) 
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8- (N-^'or/n fcVl^fvl^-N- ,(4 -^f;l/7x^;V) ^A-T 3; 
7) -2 -'3*^/^-3- (2-^^/W-4-7< h^rv^^-A-) -6, 7- 
v p tKP-^5H-v'^P^y^ [d] t^/P [1, 5- a] fc^v^- 




och 3 



T L C : R f 0.53 ; f^^/W= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J - 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (ra, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m,2H), 0.18(m,2H) o 



HljM 2 (13 8) 

8- (N-T'd fc°/l*—N- (4-M)7/^n^f/^>7x^) 
15 A-T^y) -2-7<^-3- (2-^^-4-^ h=3r^73i-y^) -6, 
7-i^tFn-5H-^D^ [d] [1, 5- a] k°!) 

1/ 
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OCF 3 



OCH3 



TLC : R f 0.55 (^fy : ^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H)o 

mm (13 9) 



10 8- (N— {2--f^)M -N-^n/ntVMW?y) -2-t< 
=f)V- 3 - (2-^PP-4-n^7i-;V) -6, 7-5?tKia-5 
H-^n^* [d] [1, 5 -a] t°y^^ 





OCH 3 
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T L C : R f 0.40 : @fcg:n?vV= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J - 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, J = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H)c 

|M2 (1 4 0) 

8- (N-^p tVl^-N- (Z-?3-;l<7aL^jV) tf-tVT^/) -2- J 
10 fvv- 3- (2-^^/u-4-^ b^v-^^^/i^) -6, 7-^fcKn-5 
H-*S?v<y? [d] fy^n [1, 5 -a] t°V ^ity-mMM 



T L C : R f 0.52 (^f- V : Jgfiggt^3-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) G 




OCH 3 
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* ' 1 

I 

mMM2 (1 4 1) ' . " ■ 

8- (N-^ntVW-N- {2-f7-fr7*.~M ^W^) -2-* 
(2-^^-4-^ Y**sy*~M -6, 7-^tKo-5 
H-^n^yf.fdj'k^^n [1, 5- a] tT5 ■ ttlfelft 




OCH 3 



1 ! * 

T L C : R f 0.52 (^=¥f-> : @^^^/^= 2:1) ; 
NM R (300MHz, CDCI3) : 6 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2.19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 

3flfc0!i2 (14 2) 

8- ( 3 ^ / ) - 2-7^/V- 3 - (2-^on-4-xf^ 

i/7x.~7V) -6, 7-^tFD-5H-^n^ [d] tf^/P [ 1 , 

15 5- a] try $ • 
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OC 2 H s 



T L C : R f 0.49 (^1^:11^^^=2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J - 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), 
1.06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) 0 

t 

mffi,M2 (14 3) 

8- (3 — <>^/UT^ y) -2-^^-3- (2-^nn-4-^-h^ 
10 i/7i^) -5, 7-v?tFn-7P [3, 4-d] t°7^D [l, 5- 

a ] t-y $i?i/-mm. 




•HCl 



OC 2 H 5 



TLC : Rf 0.40 (^-fy : ffl&x.?-A,= 2:1) 



163 



WO 02/053565 



PCT/JP01/11581 



NMR (300MHz, CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 



7.07 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.28 (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 -. 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 



8- (N-^^/V-N-^^i^/VT^/) (2-^^V 
-4-^ ^^-yyzc^ju) -6, 7— v^t Kn~5H-v'^D^y^ [d] 
t°7^/P [1, 5- a] fc° U 5 ^ ■ i£HJ£ 



T L C : R f 0.09 (^^rf- V : H^cfvV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7:11 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H) 0 

CT^I2 (14 5) 

8 - (N-^^-N- T5:/) -2-^^-3- (2 

20 * [d] [1, 5- a] If U $ S?^ • 4SIfe*ft 



5 




10 
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TLC : R f 0.47 (^f^ : ^m^;^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J= 8.4Hz; 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H)^ 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H) 0 



10 



jfeffigj 2 (14 6) 

8- (N-^A—N- (4—7°^) T$y) - 2-^/1'- 3 - (2 
-^^-4-^ h^ri/7*^/^) -6, 7-^kKB-5H-^B^ 
* [d] t°7>/D [1, 5-a] fy^^^-^M 




HQ 




CH 3 
CH 3 



OCH3 



T L C : R f 0.51 (^df-f-V : g^^^/^= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J - 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t, J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, , 
4H), 1.28 - 1.58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) D 

i 

mMM2 (14 7) 

8- (N-i/^n^PtVl'-N- (4-^^7^^^) ^ "f'f^T % J ) - 
2-/f^-3- (2-^nn-4-^ f^f->7x^l/) -5, 
n-7P [3, 4-d] t^ya [1, 5-a] U 5 i?^ ■ SftlfciSL 



CH 3 




T L C : R f 0.54 : ffim^^= 1:1); 

NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J - 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00(m,4H) o 

mMM2 (14 8) 
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i?tKo-7P [3, 4-d] fc^/n [l, 5-a] t^v^-M^' 

CH 3 



T L C : R f 0.58 (^ri^ : @^^^VP= 1:1) ; 
NM R (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H)„ 

jgjM 2 (14 9) 

8- (N-^n^-N-yn^TU) -2-^^-3- (2- 
f Wi^) -6, 7-^tKn-5H-^n^ 
[d] tT7 % /n [1, 5-a] ^Hv'y 
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T L C : R f 0.45 (^f^ : %M^^= 3:1) ; 

NMR(300MHz> CDC1 3 ) : 5 7.17 (,d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 



5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 (m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) D 

m^M2 (15 0) 

8- (N-^y^^-N- T^y) -2- 

10 *?sv-3- {l-^f)V-A-^\-^yy^)V) -6, 7-v?tKo- 
5H _^p^^^ [ d ] t'7^n [1, 5 -a] t°y • 



T L C : R f 0.63 : Sftg : tR= 3:1:1) ; 

NMR (300MHz, DMSO-d 6 ) : 8 7.11 (d, J - 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 

168 



(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 




OCH 3 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (bit, J = 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), '2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,'6H)o. • 

5 HM12 (is!) 

8- (N-^DtVV—N- (4-7^P7i=M *?'A'T%S) -2- 
^^-3^ (2-^pp-4-^ h^^/y^-jv) -5, 
7n [3, 4-d] .t'^/P [1, 5-a] k c !Jv^y 

F 



15 




OCH 3 



10 TLC : R f 0.34 (^3-^ : ^^^=3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) Q 



1112 (15 2) 

8- (N-^DtVW-N- (4-7/^tP7ix;V) ^ *f"AsT % / ) -2- 
(2-^DP-4-^ b^-S/^a^/U) -6, 7-^fcKn- 
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5H-^P^ [d] [l, 5-a] \?D $i?y 



F 




T L C : R f 0.36 : ^St^f-/V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, 1H), 7.02 - 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J - 7.5Hz, 3H) 0 

mWjM2 (15 3) 



10 8- (N-^n^ntVMf^-N- (4-^f^7i=/V) ^ 
7 5/) -2— /^vW-3- (2-^dp-4-^ F^v , 7j-71') -5, 
7-^tFn-7P [3, 4-d] t°7V'n [1, 5-a] tl^^-S 
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SCH 3 



OCH 3 



T L C : R f 0.67 : SHfe^?^= 1:1); 

NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
5 16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) e 

mmm2 (154) 

10 8- (N, N-^/ntVl'T^y) -2-^5vV-3- (2-^pd-4- 
* Y^y^-fr) -5, 7-^1:^-70 [3, 4-d] t^/n [1, 

5- a] t°y 5 i?y -m.mi& 




OCH3 



171 



WO 02/053565 PCT/JPO 1/1 1581 

I 

i 

TLC : R f 0,69 (^Hy: g^g^fvl^ 1, : 1) ; 
NMR(300]yiHz, CDCI3) : 6 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J - 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 
5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2,35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz,6H) 0 , 

! ' 

\ 

mmm 2 (155) 

1 1 

8- (N, N-v'^yVTS:/) -2-/ =f-)V- 3 - (2-^np-4-^ 
^^^71^;^) -5, 7-v?kKo-7P [3, 4-d] [l, 
10 5- a] fc°!J ^ -jftltjtt 




OCH3 

TLC :Rf 0.74 {^^V : f£@|a^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1 .79 (m , 4H), 1 .42 (m, 4H), 1 .00 (t, J = 
7.2Hz, 6H) 0 

Hjfeffil 2 (15 6) 

8- (N-v-^ D7°D fcVM5vk-N- (4-7/Vtn7i^) tJ-frT 
20 5/) -2-^f;k-3- (2-^DO-4-^h^rv'7x^;l/) -6, 7 
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-i?tKn-5H-^o^ [d] t°7^o [l, 5-a] tfy.5i?y 



T L C : R f 0.27 {^^^ : B%£^^= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H),' 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) C 

1112 (15 7) 

10 8- (N-:/D fcVU-N- (4-^^7oi^/U) ^f-fVT^J) -2-7* 
^-3- (2-^ h^v'^-zP) -5, 7-i?tKo-7 

n [3, 4-dJ [1, 5-a] fDv^'MI 




OCH 3 
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OCH 3 



T L C : R f 0,43 ■ (^rl^ : Jftfexif'A^ 2:1) ; 
NM R (300MHz, CDCI3) : 8 7.33 (d, J = 8.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) 0 

Iii2 (1 5 8) 

8- (3 -^i/^vKT5: /) -2-/ 3 - (3-^on-5-f!)7 

10 /^n^f;Hfy;/y-2-^^) -6, 7 - v= t Rn - 5 H- */# V 
* [d] [1, 5-a] t°y ^ v>> • 21£^:!& 




CF 3 
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I 

■i 
i 

T L C : R f 6.19 ^ ^ : fifflfc^A'' 85 3. : 1 ) ; 

NMR(3 OOI&Iz, CDCI3) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 

3.15 (m, 2H),2.47,(s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz, 

6H) 0 

i 1 . 

1 • 

mmm 2 (159) 

8- (N'-^V-tN-T'd fcVVT^ y) -2-^^-3- 

-4-> f*V7^=^) -5, 7-i?tKo-7D [3, 4-d] t°7^ 

i 

p [i, 5-a] \fv -mmm 




10 OCH 3 

T L C : R f 0.21 (^^r^^ : g^^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J - 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
1 5 7.2Hz, 2H), 1 .05 - 0.98 (m, 6H) 0 



mMM2 (16 0) 

8- (N-^f/V-N-T'o kVWT^y) - 2-^^-/1/- 3- 
-4-;* h^v^^;^-) -6, 7-i/t Kn-5H-^n^ [d] 
20 try 5/ n [ 1 , 5 - a ] t" D 5 • £&g 
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TLC : R f 0.33 : f^oifvl^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s)total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) 0 



mifcM2 (1 6 1) 

8- -2-^^-3- (2-^do-4-^ V* 

10 ^7x^) -5, 7-5?k Ko-7o [3, 4-d] t°7^n [1, 5- 
a] try §5?^ • MM* 



T L C : R f 0.54 (^f-^ : ffcBfc:t?yl/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 




OCH3 
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(d, J = 2.4Hz, 1H), 6.97 (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H), 5.39 (d, 
J= 16.8Hz, 1H), 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H), 
1 .47 (m, 4H), 1 .00 (t, J = 7.2Hz, 6H) e 

t 

5 Hi 2 (16 2) 

8- (N-^f^-N-xf/i/J^y) -2-^/^-3- (2-^pd- 
4-^h^^7oi=^) -5, KD-7P [3, 4-d] 

[1, 5- a] fJJ $v>^ • jlOtttt 




10 T L C : R f 0.48 (^=^f-> : @^^^-^= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H) D 

15 

mm 2 (16 3) 

8- (N-v^n^PtVU-N- (4-7;^P7x=/V) tJ-JVT^S) 
-2-7*^-3- (2-^nn-4-^ h^v^^-^) -6, 
Ko-5H-^pXy^ [d] [l, 5-a] t°!J v^y 
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I 

F 




OCH 3 



T L C : R f 0.80 (^M^ : gfcifcxfvlWl : 1 ) ; 
NMR(300MHz, CDCI3) : 5 7.32 (d, J = 8.4Hz, 1H), 7. 17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 

MMM2 (16 4) , 

8- (N-/P tT/V-N- (2-7;l/tn7x-;l/) ^f/^T^y) -2- 
10 ^^-3- (2-^^-4-^ t^v^^/V) -6, 

5H-^p^ [d] [1, 5-a] t^v^ 
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i, i • 





OCH, 



TLC : R f 0.85 {^^y : ffl&x-^JV=V : 1) ; 
NMR(300MHz, CDC1 3 ) : S 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz,3H)„ 

HffiflU 2 (16 5) 

10 8- (N-/P fcVW-N- (3-7;^n7i^) t^AsT^S) -2- 

(2 Y^r^yy ^-=->v) -6, 7-v^tKn- 

5H-^n^ [d] [1, 5 -a] 
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OCH 3 



T L C : R f 0.86 (^=¥1^ : %m^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (in, 
2H), 0.88 (t, J - 7.5Hz, 3H) Q 

mmm2 (166) 

10 8-v ? v'^n7 B PhV^^^T5:/-2-^^-3- (2-^pp-4- 
^ f^V7i^/V) -5, 7-v?U*P-7n [3, 4-d] [1, 
5 -a] t'VK^y 




WO 02/053565 PCT/JP01/11581 

I 

t 

■ i 

T L C : R f 0:39 , {^-f y : tfftjtx-?rsy= 2:1) ; 

NMR(300tez, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 

,' ! 

i 

(dd, J - 2.4; 8:7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H), 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) D 

i • 

i ■ 

(16 7) 

8 - v 5 ^^ n fvVT ^ / ~ 2 3 - (2-^pp-4- 

h^v-7^-/^), -6, 7-^tK0-5H-^D^ [d] 
D [ 1 , 5 - a ■] \f V $ V> 




10 OCH 3 

T L C : R f 0.40 (^^^ : f^^/W= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H)„ 

mMM 2 (168) 

8- (N-y^-^-N-7°Pt:Vl^T5 /) - 2 - 3 - 

-4-^ h^v^^/U) -6, 7-^tKn-5H-^n^ [d] 
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t°7i/n [1, 5-a] ¥V$i?^-W&m. 




OCH 3 



T L C : R f 0.52 i^-^-fy : W^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) 0 

mmm 2 ( 1 6 9 ) 



10 8- (N-iX^ayptV^^-N-^PfcVwT^/) -2-/f/U-3 
- (2-^x2x2-4-^ F^^7x-/1/) -6, 7-^tKo-5H-^ 
p-<>^ [d] [1, 5-a] t^v^ 



T L C : R f 0.54 (^^rf-^ : ^^^jU= 2:1) ; 
15 NM R (300MHz, CDCI3) : 5 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 

182 





OCH3 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, ' 
2H), 0.15- 0.05 (m,2H) 0 



MMM2 (17 0) 

8- (N-^DT'o fcVM9vV-N-ynfc°/UT^y) -2-^^/1—3 
- (2-^nn-4-^ Y*c*y7 zl=-;v) -5, 7-v ; fcKn-7n [3, 
4-d] fc^/c [l, 5-aJ t°y ^ v>> 



T L C : R f 0.42 (^rf-^ : @^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 



mmm2 a i n 

8- (N- (2-^-;W -N-7ut°jUT^;) -2-^^-3- (2 
D h^^7^i^V) -6, Kp-5H-^d^ 

20 * [d] k°7y'D [l, 5-a] ¥}) *i?y-m.m& 



5 
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♦HCl 



OCH 3 



TLC :'Rf 0.44 '(^fy : il?xf-;l/=2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H, 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1.89 (s) total 5H, 1.01 (t, J = 7.2Hz, 3H) D 

mmM2 d-7'2) 

8- (N- (2-'7<?--;V) -N-yn tVKT^y) -2-^^-3- (2 
10 -^DP-4-/f^7i=^) -5, 7-^kKn-7D [3, 4-d] 
t'yyvi [1, 5 -a] t°Uv^ 



T L C : R f 0.36 (^*f-> : ;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 




OCH3 
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! 

i 

3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, 'f± '7.2Hz, 3H) 0 

mmm2 a 7 3) 

8- (N-^/U-N- (2-^ hdfv-cc^) 7^/) -2-^/V- 3 
- (2-^DD-4-n^7x-/0 -6, 7-5?tKo-5H-^ 
P^y^'Cd'] [1, 5- a] f!) Si^-iSSUS 




OCH 3 



T L C : R f 0.34 (^^ri?-^ : |^if;l/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4. 18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

MMM 2 (17 4) 

8- (N-^fvU-N- (2-^ b^riy^f-M 7?/) -2-^^-3 

- (2-^ h=3riX7i=;^) -5, Kd-7d [3, 

4-d] t'yy'n [1, 5 -a] \?V 
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OCH 3 



T L C : R f 0.39 : BB=^i~^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t, J = 6.9Hz, 3H) 0 

mmM2 (1 7 5) 

8- (N-T'n tVi'-N- (4- YV y J^irn ^ ^-jv^^yy ^^jv) 
10 JVT^J) - (2-^PP-4-^ b^i/7x^) -5, 

7-^tKn-7n [3, 4-d] t°7i/n [1, 5- a] W^'yy 




OCH3 
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TLC : R f 0.42 (^*r-p> : Bfflfc*^7l/= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), ' 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89 (t, J = 7.5Hz, 3H) 6 

mmm 2 ( 1 7 6 ) 

8- (N-i/f XJ-fu \£)V*^-)V- N- (4-7/^n7 3:^) t^J^T 
-2-^^-3- (2-^^-4-^ -6, 7 

10 -^tKn-5H-^n^ [d] [l, 5 -a] t°y$i^ 



TLC : R f 0.28 : @£^c^= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J - 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) 0 



F 




OCH 3 
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i 

i 

mtm\2 (i 7, 7) 1 ,■ 

8- (3-<<lf3-JUf\;) -2-^^-3- (3, i? 
V-2-4)V) -6, Kn-5H-^P^ [d] ^dyVn [l, 

5-a] t°y 




CI 



T L C : R f 0.38 {^**rV : ffl&^?-/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.58 (d, J - 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H)„ 

mmm 2 (178) 

8- (N-^^-N-^/^T ^ /) -2-^^/V-3- (2-^np- 
4-^ hdf-S' 7 -6, 7-i?tKo-5H-^D^ [d] tf 

[1, 5-a] t° y s: -7^ • 



188 
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OCH 3 



TLC : R f 0.61 : «^^W= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J - 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1 .74 (m, 2H), 1 .32 - 1 .48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) e 

HflSflil 2 (17 9) 

8- (N-^n^pWf/l'-N- (4-h!J7^tn^f;k7x^) 
10 t^JVT^J) - 3- (2-^3-^-4-/ Y**/7^~;V) 

-6, T-^kKo-SH-^P^ [d] t°7^/D [1, 5- a] t° 




0CH3 
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, .in 

j ( 
I 

T L C : R f ,6,54 (^Mfy : |^^f-;U= 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 (m, 2H), 2.19 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H), 0.17 (m, 2H) 

i ' 

i 

mm.M2 (i8o) 

8- (3— <^J^T^ y) -2-^f-/^-3- (2-^nn-4-^^ 
f:?^-^) —5, 7 — v 5 1 Ko-7n [3, 4-d] t°y^/n [l, 5- 

io a] t°y -mmm. 




och 3 



TLC : R f 0.40 (^=¥if-y : @^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J - 16.5Hz, 1H), 5.39 
15 (d, J= 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06(m,6H) c 

H*tffj2 (1 8 1) 



190 
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. rtil 

i 

-2->f;^-3- (2-^nn-4-^f^7i^) - 
5, 7-^Kb-7o [3, 4-d] [1, 5-a] try 5$?^ 



F 




OCH 3 



T L C : R f 0.28 (^f-^ : R$fcc^vi,= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0. 14 - 0.06 (m, 2H) D 



10 mmm 2 ( 1 8 2 ) 

8- (N-^Ov 5 ^- N- (2-^f/l'7$/if/H 75/) - 2 -7< 
^JV- 3 - (2-^^I/-4-^ h#i/7x=;l/) -6, 7-i?tKn-5 
H-^^p-O-^ [d] fc^y'n [1, 5-a] tl-^y- 2ttHfett 
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(H 3 C) 2 N^ / ^ n 




OCH 3 



T L C : R f 0.60 Qgflgt^A' : WSSt : tK= 3 : 1 : 1 ) ; 
NMR(300MHz, CD3OD) : 5 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 



2H),2.11 (s, 3H) 0 
mim 2 (18 3) 

8- (N-^^v^- N- (2-v i ^W^y^) T^7) -2-^ 
10 3 - (2-^pp-4-^ h^fi/7*=/U) -5, 7-v ? tFn-7 

o [3, 4-d] fc°y>/p [1, 5- a] ^H^y- 2&&& 




OCH3 
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T L C : R f 0.80 jU : m& : zk= 3 : 1 : 1 ) ; 

NMR (300MHz, CD 3 OD) : 6 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, 
3H), 3.76 (m, 1H), 3.56 (m, 1H) 5 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) D , 



H»]2 (1 8 4) 

8- (N-^^/U-N- (2-S^fvl'7$ T%S) -2-/ 

(2-2x2X2- A-^- h^isy^-M -6, 7-v?tKn-5 

H-i^P^* [d] t°7i/n [1, 5 -a] try 5 • 2:£SKft 



T L C : R f 0.27 (^X2X2 -fo;VJ* : ^ 9 J —JV= 9:1) ; 
NMR (300MHz, CD 3 OD) : 8 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) 0 

15 

mfaM2 (1 8 5) 

8- (N- (2--?^-~)V) -N-^^T^y) -2-^^-/1^-3- (2 
h^5/7at=/U) -6, 7-^tKn-5H-^n/<y 



5 




OCH 3 
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!, 

i 

* [d] fc°7/n [i, 5-a] -trp^^y -iSfflMfi 




0CH3 



T L C : R f 0.36 X^^S : ^fStx.f-/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J - 8.4Hz; 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 1 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (ra, 2H), 2.17 (s, 3H), 1.90 (t, 
3 = 2. 1Hz, 3H), 1 .47 (t, J = 7.2Hz, 3H) D 

mmm 2 ( 1 8 6 ) 

10 8- (N — (2-^^/k) -N-^^;UT5;y) -2-^^-3- (2 

h^^n/V) -5, — 7o [3, 4-d] 

tf7^n [1, 5 -a] fy^-^^.^Jg 




OCH 3 



T L C : R f 0.26 (^f-V : l^^fvV= 2:1) ; 
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i 

• i 

NMR(300MHz^ CDC1 3 ) : 5 7.32 (d, J - 8:4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8^Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36'(s, 3H), 1 .89 (t, J = 2.7Hz, 3H), 1.51 (t , J = 7.2Hz, 3H) C ' 

HMI2' (18 7) 

8- (N- -N-^/UT $ 7 ) -2-^^-3- (2 




OCH 3 

TLC : R f 0.32 (^^^ : Hflfct^vl^ 2 : 1) ; 
NMR(300Hz, CDCI3) : 6 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J - 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 



HMI2 (1 8 8) 

8- (N, N-^/n tT^T^y) -2-^^-3- (2-^nn-4- 
^ F^r^7i^) -6, 7-^tKn-5H-^o^ [d] f^/ 
D [1, 5- a] fc'U 5 i?> 
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OCH 3 



T LC : R f 0.40 (^i^ : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) 0 

1112 (1 8 9) 

8- (N- (2-7^^/1^) -N-v/^ o7"n tVM^vKT^ /) -2-* 
^-3- (2-^nn-4-^f^>7x-;l') -5, 7-i>fcKn-7 
10 n [3, 4-d] t°7V*u [1, 5-a] \£D %W 



T L C : R f 0.50 ( b/V^y : Tir h 5 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 




OCH3 
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I 

- 0.28 (m, 2H) C ' 

t ■ 

mmm2. a 9 oi > 

8- (N-^d fcV^-N- (4->7y7x^) tf^T^S) -2-* 
5 f-fr- 3-<(2-*?'ju-4-* Y*i/y^;v) -6, 7-i?kKo-5 
H-v^n^^ [d] t°7^/n [l, 5 -a] \£V KVl/ 

CN 




TLC : R f 0.22 ^"^^ : ft»xf/l/= 3:1); 
NMR (300MHz, CDC1 3 ) : 5 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

iii 2 (i9i) 

15 8- (N-^o/n^-N- (4-^Wt7i^;V) ^^T^/) 
-2-^^-3- (2-^nn-4-^ h 3^:7^-/10 -5, 7-v>t 
Ko-7D [3, 4-d] f7/n [1, 5-a] 
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OCH 3 



T L C : R f 0.20 : ffeifccfvl^ 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.19-7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) 0 



il 2 (19 2) 



8- (N-T/nfcW-N- (4-^^V^^-7*=/W) **f-JVT%J) -2 
10 — pifvV-S — (2-^nn-4-^ hdp-5/7*= AO -5, 7— S?fcKn 
-70 [3, 4-d] yfyVu [1, 5-a] fc°]J^V 
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OCH 3 

T L C : R f 0.25 (^^rf~> : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = , 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 

t 

5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) D 

1 

mmm 2 (193) 

8- (N-i/f a?v tVV-N- (4-7/^0 7i^) t^JVT^J) 
10 -2-^f^-3 - (2-^pp-4-^F^7i^) -5, 7-v>t 
Kn-7n [3, 4-d] t 0 7^n [l, 5-a] t^U v^y 
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OCH 3 



T L C : R f 0.19 (^f-^ : I»^^= 3 : 1) ; 
NMR(300MHz, CDCI3) : 6 7.32 (d, J - 8.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

|ffl2 (19 4) 

^^_ 3 _ (2-^na-4-^ f^V7x^) -6, 7-^fcKn- 
10 5H-^n^ [d] t"y/P [1, 5-a] fc°!^v^ 




OCH3 
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T L C : R f 0.48 .(^3rf-f : Wftk^ffr** 3. : 1 ) 



NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 



= 2.4Hz, 1H), 7.05 r 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 



3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz,.2H), 2.40 (s, 3H), 2.04 
5 (quint, J - 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 



mmm2' (195) 

8- (N-7°n tVW-N- (3-7;Vto7i^) ^ fJ^T % / ) -2- 
^^■/>-3- (2-^dd-4-^ h^iX^ji^/W) -5, 7-v ? tKn- 
10 7a [3, 4- d] k°7/o [1, 5- a] t° U 51 



T L C : R f 0.46 =3rf-> : ^m^;V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

^jjfe^ll 2 (19 6) 





OCH 3 
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8-^ntVl/7^-2-^f;l'-3- (2, 5-v^Pn:7^~/V) -, 
6, 7-^kKP-5H-^n^ [d] [1, 5-a] 




5 TLC : R f 0.64 : ^jt^jV- 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t, 
J = 7.2Hz, 6H)o 

10 

mMM2 (1 9 7) 

8 -v^n t°/WT5: J - 3 - (2, 4-^nn7i^) - 

6, 7-v?kKn-5H-^n^ [d] t°7 N /* [1, 5-a] bTU 




15 CI 

T L C : R f 0.57 : @^^^= 3:1) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.51 (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1, 2.4Hz, 1H)', 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 



mmm 2 ( 1 9 8 ) 

8-v f 7 B ntVVT5;y-2-^^-3- -6, 7 

-^tKn-5H-^D^ [d] fc'yy'n [1, 5- a] fc°y 



10 TLC:Rf 0.58 (^1^ : %£M^/U= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) C 

15 mmm 2 (199) 



8 -V7v\?>VT 5:7-2-^^-3- (3-^^71^) -6, 7 
-^tKn-5H-^n^ [d] t°7^/n [1, 5-a] t°V 



5 
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TLC : R f 0.61 : @^^7^=3 : D ; 

NMR (300MHz, CDC1 3 ) : 8 7.50 (s) and 7.47 (d, J = 1.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) 0 

mm (2oo) 

8-^7 B nb?/W7'5y-2-^^/V-3- (2-^f/V7i^) -6, 7 
10 -i?tKB-5H-^P^ [d] [l, 5- a] W 



TLC : R f 0.56 (^ff-i' : gHfcn?7V= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (ra, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 




mmm 2 (201) 
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8- (N-7°u fcVW-N- (s<yy [d] 1, 3-my7V-5T-^;V)' 
-6, 7-^tKD-5H-i/7o^^ [d] t'^yn [1, 5 -a] t° 



TLC : R f 0.31 : ^^^=3 : 1) ; 

NM R (300MHz, CDC1 3 ): 6 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1 .58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 

MMM2 (2 0 2) 

8- (N-r/Dtvi^-N- [d] i, 3-^y7y-5-^^) 

^f/V7^/) - 3 - (2-^na-4-n^7i^) 

15 -6, 7-v ! tKn-5H-v'^n^ Cd] fc°7^n [1, 5- a] fc° 
U 5 • jfiggjft 




5 



OCH3 
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och 3 



T L C : R f 0.38 .(^3MJ-^ : %m^J-;V= 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 

w 

1.74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 



Hjfeffi]2 (2 0 3) 

8- (3-^^^75:7) -2-^^-3- (2-^^y^^/^) - 
10 6, 7-^kKo-5H-^o^ [d] M'yVn [1, 5-a] fc°9 
5 v>V 



HN 
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T L C : R f 0.39 : gfcga.5vV= 3 :1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J - 7.2Hz, 2H), 2.90 (t, J - 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H)„ 



5 



mmm2 (204) 

1 

8- ( 3 ( -^yf^7^y) (3-^Wx=;H - 

6, 7-^tKP-5H-^n^ [d] t°y-/T2 [1, 5-a] t°y 



T L C : R f 0.45 (^-fy : ^m^;V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) C 

^jjffl) 2 (2 0 5) 

8- (3-^>W5/) - 2 - ^ f-fls— 3 - U-^fvl^x^/V') - 
6, 7-v?tFn-5H-^P^ [d] tfy/n [l, 5-a] \fV 
20 5 v>> 



10 
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jC 



V-CHg 



TLC : R f 0.47 (.^W : tf&t^A'=S : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.57 (d, J = 7.8Hz, 2H), 7:24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t,J = 7.2Hz,6H) 0 

2 (2 0 6) 

8- (3 -^yf^75 /) -2-^f-/V-3- 
10 h^rv-^^n/u) -6, 7-^tKn-5H-^o^ [d]'ff/n 
[1, 5-a] t°y 




OCH 3 



T L C : R f 0.10 K^r^>- : f^^/V= 3:1) 



208 



WO 02/053565 



PCT/JP01/11581 



NMR (300MHz, CDC1 3 ): 6 7.26 - 7.16 (m, 1H), 6.83 (m, 1H), 6.84 - 6.76 (m, 1H), 
3.97 (ra, 1H), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H), 1 .95 - 1 .44 (m, 4H), 1 . 1 1 - 0.99 (m, 6H)„ 

5 mmm 2 (207) 

8- (N-ynk'/V-N- (^^ [d] 1, 3-^V7^-5->f/V) 
^^vVT^y) -2-^^-3- (2-^dd-4-^ h^rv^^-^) 
-5, 7-i?kKo-7P [3, 4-d] t°7^D [1, 5- a] t° U $ v 5 



T L C : R f 0.40 : %m^jl>= 2:1); 

NMR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H),0.95(t,J = 7.2Hz,3H) o 



10 




mm 2 (2 0 8) 

8 _ (N-^^^-N-v-^n7°PfcVl^^^T5:y) -2-^^-3 
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- (2-^^-4-^ Y^yy^-M -6, 7-i?tKn-5H-i/^ 



5 NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H),6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0.18 (m, 2H) C 

10 ^M#iJ2 (2 0 9) 

8 _ (N-^^^-N-^PT'nfcVl^^T^/) -2-^^-3 
- (2-^ h*^? *~^) -6, 7-v>tFn-5H-^ 

[d] t 0 7^n [1, 5- a] t° !J 5 • 1«t£ 



. [ 4.1 t°9 y p [ 1 , 5 - a ] t° U 5 v?y • 




OCH 3 



T L C : R f 0.58 (-^rl^ : g^fe^/>= 2:1) 
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OCH 3 



T L C : R f 0.56 : g^ni^= 2:1) ; 

NMR(300MHz/CDCl 3 ) : 5 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H)„ 

HjjM2 (2 10) 

8- (N-^y^-N-^^ P'/p ^7 ^ 7 ) -2-^^-3 

10 - A-^ Y^-^y^=-7V) -5, 7-^tKo-7n [3, 

4-d] t'7/P [1, 5- a] t°!J -it^t 




OCH3 
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T L C : R f 0.47 (^*-fy : BB^^= 2:1) 



NMR(300MHz, CDC1 3 ) : 5 7.26 - 7.45 (m, 6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 



J = 2.4, 8.1Hz, 1H), 5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) 0 



gfj«2 (2 1 1) 

8- (N-T/fvV-N- (2-7^-^) T^/) -2-^^-3- (2 
-^/l'-4-^ b^vO^n/V) -6, 7-v?kKP-5H-^o^ 
* [d] t°7^/p [1,.5-a] tfy^-v^ 



TLC : R f 0.38 (^f-V : fffltet^/U* 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) D 

Hjlffi]2 (2 12) 

8- (3-^^/VT^y) -2-^^-3- (2-^f/l/-4-7^t 
n7^^] -6, 7-5?fc Ko-5H-^p^ [d] t°^/n [1, 
20 5- a] t°y ^ • 



5 



10 
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F 1 



T L C : R f 0.44 '(^rlfy : ^^i^;V= 3:1) ; 
NMR(300MHz; DMSO-d 6 ) : 5 7.34 - 7.24 (m, 2H), 7:20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (brt, J = 8.1Hz, 2H), 2.95 (bit, J = 8. 1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2.12 (s) total 5H, 1 .85 - 1 .60 (m, 4H), 0.95 - 0.85 (m, 6H) 0 

mmm 2 imj 

8- (3-^yW5;) -2-^/V- 3 - (2, 5-^no7i^ 
-6, 7-v ! tKo-5H-^o^ [d] fc°7^n [l, 5- a] 

10 t°y ^v 5 ^ • mmiM. 




T L C : R f 0.46 (^fiJ-y : gf#3:?vv= 3 : 1 ) ; 

NMR (300MHz, DMSO-dg) : 5 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) G 

mmm2 (2 1 4) 

8- (3-^yf-/UT^/) -2-^^-3- (2, b^v^a! 
5 -6, 7-v?kFn-5H-^a^ [d] t*7 N /n [l, 5- 

a] t°y • jftSI^L 




TLC : R f 0.43 (^=¥^> : @^^^/W= 1 : l) ; 
NMR (300MHz, DMSO-d 6 ) : 6 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (bit, 
J = 8.1Hz, 2H), 2.99 (bit, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

gffifl 2 (215) 

15 8- (3-^:/fvW5; 7) -2-^/V—3- (2-7;^n-4-^f 
/H7:*=/lO -6, 7-i?kKo-5H-^B^ [d] ty/n [1, 
5 -a] t°U Sv 5 ^ 
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CH 3 



TLC : R f 0.43 : BflfctTvl'- 3 : 1) ; 

NMR (300MHz, DMSO-d 6 ) : 5 9.20 - 9.00 (m, 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, 1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-d 6 ), 3.14 (bit, J = 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, ■ 
3H), 2. 1 8 (quint, J = 7.8Hz, 2H), 1 .83 - 1 .60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)„ , 

mmm 2 ( 2 1 6 ) 

8- (N-^A—N- 75;) -2-*f7U-3- (2 

10 -^nn-4-n^7i=^) -6, 7-5?t Ko-5H-^o^ 
* [d] k7^n [l, 5-a] fJJ*^ 




OCH 3 



TLC : R f 0.80 (^rf"V : ^^sl^-jV— 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J - 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 
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I 

i 

(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 

5 ; i 

mmm2 (2 it) 

i 

8- (N-y^/U-N- T^J) -2-^^-3- (2 

fdf^i^) -5, 7-^Fd-7d [3, 4-d] 

ci, '5 -a] t°y 




OCH 3 



T L C : R f 0.78 {^^V : ft^n^yl^ 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
15 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 



mm\2 (218) 

8- (3-^9 L /V-2-^yVT^y) -2-^^-3- (2-^5vu- 
4-^ b^^-zl^) -6, 7-^kKP-5H-^n^ [d] t° 
20 7/n [1, 5-a] k°yv^y-ilil 
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x 




OCH 3 



TLC:Rf 0.36 (^^f->- : gflgoi^vl^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.45 (brd, J = 10,2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3 .49 (m, 2H), 3.15 (t, J= 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2. 19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H)„ 

MMM2 (21 9) 

8- (1 -^fa^is/P^/UT^ /) -2-^fvV-3- 
10 -4- J- Y^-i^y ^^;V) -6, 7-^kKn-5H-^n^ [d] 
VyVu [l, 5- a] fc°y 




och 3 
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T L C : R f 0.36 i^-fy : W^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), , 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01- 1.37 (m, 5H) 0 

mtm 2 (2 2 0) 

8- - 3 - (2-^^-4-^ h=3f 

10 ^7^-^) -6, 7-^tFn-5H-^o^ [d] [l, 

5- a] t°y - 




OCH 3 



T L C : R f 0.36 (^1^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J= 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01(m,3H) o 

20 mmm 2 (221) 
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-6, 7-^fcKo-5H-^c^ [d] t°7>^n [1, 
5 - a ] t° y $ • «M 



T L C : R.f 0.43 (^^r^V : H^c^/l^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H)„ 

H»i|2 (2 2 2) 

8- (l-^h^^-2-/nW^y) -2-^/1—3- (2-^ 
;U_4_^ Y**y7x.=LjV) -6, Kn-5H-^D^ [d] 

K'yyfv [1, 5 -a] t° U 5 v 5 ^ • 




OCH 3 
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TLC: Rf O.30'(^fy:^xf;l/=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J - 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (ra, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz,3H)„ 

t v 

• r 

gMLg (2 2 3) 
10 8- (2-^5vKT5: /) -2-^^-3- 

^7s=M -6, 7-^Fp-5H-^p^ Cd] t°7^o [1, 
5- a] t^v^y- 




T L C : R f 0.60 {^^-y : 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.1Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H), 3.50 (brt, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, ' 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, tptal 3H), 
1 .26 - 1 .45 (m, 8H), 0.90 (m, 3H) C 

mmm 2 (224) 

8- (1, 2, 3, 4 - f h 7 t Kot7^ 1/^- 1 ^) r^y-2- 
^^vU-3- (2-^^-4-^ h^F">7cE=/U) -6, 
5H-^n^ [d] t°7 N /n [l, 5-a] t'U^^^ 




OCH3 

T L C : R f 0.16 : g^^^vV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s, 3H)„ 

Hi 2 (2 2 5) 
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' • . !, 

i 

8- ( (1S,2S, 3S, 5R) -2, 6, 6 - h y fvl'tfi^ n [3. 
1. 1], 7^-2-^f/l>-3^ (2-^^-4-^ 
r-6, 1 7-^hKo-5H-'^o^ [d] k°7 N /n 

[i, 5 -a] try 




T L C : R'f 0.25 (-^1^ : ftgfeji^= 3:1); 

»i> ' " 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2-91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.3 1 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H)„ 



I 2 (2 2 6) 

8- (3-^>-^T5:/) -2-^^-3- (2-^^-4-^00 
15 -6, 7— Ko-5H-^p^ [d] t°7 N /o [1, 

5- a] try • tKifejft 
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I, 




TLC : R f 0.41 '(^t^ : ftS^f />= 3:1) ; 
NMR(300MHz; CDC1 3 ) : 5 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1 .92 - 1 .40 (m, 4H), 1 .06 (t, J = 7.2Hz, 6H) C 

mmm 2 (227) 

8- (3-^f/V7^;) (2, b^rv^^ 

=/!") -6, 7-i?tKo-5H-^n^ [d] t°y^n [l, 5- 

10 a] try 5:^^ • ill 




T L C : R f 0.52 (-^1^ : Hfkx^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05 (t, J = 7.5Hz, 6H) 0 

mmM2 (2 2 8) 



5 8- (3-^yW5/) -2-^/1^-3- (2-^f^7i=/V) 
-6, 7-i?tKo-5H-^B^ [d] t°7^n [1, 5-a] t° 



TLC : R f 0.24 : RBfca:?7l/= 3:1) ; 

10 NMR (300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) 0 

15 H»l 2 (2 2 9) 

8 - v ? v'^ p^p fvV-T $ / - 2 - ^ Tvl'- 3 - ( 2 - y 4 - 

h*^-7x.~/\s) -5, 7-v ? tKn-7n [3, 4-d] [1, 
5-a] t°y v^y ■ 
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O 




OCH 3 



TLC : R f 0.46 {^•f>:^JSSt^^=2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.87 (m, 1H), 7.11 (d, J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, ' 
4H) 0 1 

mWLM2 (2 3 0) 

8- (N-^^-N-^^T^ J) (2-,^^/W- 

10 4-^ h*^*^) -5, 7-i?tKn-7o [3, 4-d] fy^n 
[1, 5- a] t°y SS^-iSMMfi 



T L C : R f 0.49 (^-fV : BtS^^v^ 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 8 7. 10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 
2.29(8,3^,2.1,9 (8, 311), 1.82 (m, 2H), 1.46 (t, J- 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 



Hjfeffi]2 (2 3 1) . , 



\-*i/7x.~;V) -5, 7-^tF'P-7n [3, 4-d] 



T L C : R f 0.54 (^=¥f-^ : @^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 



HMI2 (2 3 2) 



8- (N, N-^ntVl^T^y) -2-^^-3- (2-^^-4- 
^ b=3rv^y^^) -5, 7-^tFc-7P [3, 4-d] t°^^n [1, 
5 -a] t°JJ $ v 5 ^ • WfeM. 



J = 6.9Hz,3H) 0 



n [l, 5 -a] t°y • 




OCH 3 
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i 



T L C : R f 0.51 (^*ci-> : g^^/V= 2:1) ; 
NMR(300MHz j CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2.19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

mmm 2 (233) 

8- (N-^vU-N- (4-tKn^f;V) 7^7) -2-^/W- 
3- (2-^^-4-^ Y^rl/y ol=.)V) -6, Kn- 5H-V- 

10 ^n^* [d] fc°7l/n [1, 5-a] fc°y • 




TLC : R f 0.29 {^^rV : 1^^^= 1:2) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J - 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2. 17 (s, 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t, J = 7.2Hz, 3H)„ 
3Ufcgl|2 (2 3 4) 

8 -If* 7^-2-^f;W3 - (2-^dp- 

5 4-^ b^rv-y^^/M -5, 7-5?tKD-7P [3, 4-d] \fy^P 

[i, 5 -a] t°y ^v?:/ 

H 3 CO. ,OCH 3 




OCH3 



T L C : R f 0.35 (^^t> : »»i^= 1:2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) 0 

^MJ2 (2 3 5) 

8- (3-^^^/VT^ 7) - 2 -y fvv- 3 - (2-7< 
15 tVi^^/v) -6, 7-i?kKn-5H-^n^ [d] fc??/ 

n [1, 5- a] t°P ^v 5 ^-^^ 
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T L C : R f 0,36 , : |^rcf-^= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.23 (dd, J = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J - 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9Hz, 6H), 1.04 (t, J = 7.5Hz, 6H) D 

I " 

mmM2 (2 3 6) 

8- -2-^^-3- ( 2 b^rv-- 5 -37/V 

10 ^P7i-M -6, Kn-5H-^n^ [d] fc°7y*n [1, 

5- a] t°>J 




T L C : R f 0.26 : gja|:x?yu= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

mmm2 (237) 

5 8- (N-^fvV-N- (4-7/^07i^) ^ J-JlsT 5 / ) -2-^ 
=?/U- 3 - (2-^pp-5-^^7j^) -6, 7-5?fcKP-5 
H-^n^t^ [d] fc'yV'P [l, 5-a] t°^^-Mt 



F 




TLC : R f 0.40 (^^ffy : gfcBfc^^= 3 : l) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) 0 

mMW2 (2 3 8) 

15 8- (N-^/V-N- ^J-;VT%/) -2-* 

{2-?uu-4-t Y*r*/7^—;V) -5, 7-i^fc 
p [3, 4-d] ^y'o [1, 5-a] t'Hi^y-MI 
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F 




OCH 3 



TLC : R f 0.20 {^^-y : 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.40 - 7.26 (m, 3H), 7. 12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) e 

jl»!l2 (2 3 9) 

1 

8- (N-^/W-N- (4-7;^n7^^) ^WU) -2-^ 
^-3- (2-^^-4-p< h^rv-7^-/H -5, 7-v 5 tKn-7 
10 P [3, 4-d] t°7^o [1, 5-a] fc° !J v 5 ^ • 
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' . I, 




T L C : R f 0.28 (^3f : f^^^;V= 3:1) ; 
NMR(300MHz,.CDCl 3 ) : 5 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) 0 

HIMI2 (2 4 0) 

8- (Z-^yf^7%/) -2-^^-3- (2-7* 
10 n7i^) -6, 7-v^tKn-5H-^n^ [d] fc°^/n [1, 

5- a] try 5^ • 
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J ( 

T L C : R f, 0.26 (^Mf^ : BF»^^= 3 ' : 1 ) ; 
N M R (300MHz, CDC1 3 ) : 8 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total,2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1.90- 1.40 (m,4H), 1.05 (t, J = 7.5Hz, 6H) 0 

8- (N-^^U-N- T^y) - 2-/T/U- 3 - (2 

K^v^^^U) -5, 7-v ! kKa-7o [3, 4-d] 
10 y u [. 1 , 5 - a ] t° U ^ • &H& 




OCH3 



T L C : R f 0.37 (^^V : |Hfc:r^yv= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
15 (s, 3H), 2.18 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1.5 4 (t, J = 7.2Hz, 3H) 0 

£MM2 (2 4 2) 

8- (N-T'ntV^-N- (2-^f-y/V) T ^ /) -2-^^-3- (2 
-^^-4-^ h^v^cn^/V) -5, T-v'fcKn-yn [3, 4-d] 
20 h'yyxn [1, 5 _ a ] t° JJ 5 v?^ • 
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OCH 3 



T L C : R f 0.47 (^*cV 1/ : TO^fvW= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J - 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz,3H) 0 

mmm 2 (243) 

8- (N-^ntVU-N- (4-p<^^^7^^/W) ;*f7VT5:y) -2 
10 -^/W- 3 - (2-^f/l'-4-n' J fv'7i^) -5, 

-yn [3, 4-d] t°7^n [l, 5-a] t°y$:^^-±g^ 

SCH 3 




OCH 3 
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T L C : R f 0.45 (^*cf-> : @^^^= 2:1) 



NMR(300MHz, CDC1 3 ) : 5 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1 .84 (m, 2H), 0.97 (t, J = 7.2Hz, 3H) C 

H*fcffj2 (2 4 4) 

8- (N-^PfcVV-N- (^^y [d] 1, 3-my7^-5-^f^) 
10 -5, 7-^tKP-7P [3, 4-d] ^7^P [1, 5-a] tT])5^ 



TLC : R f 0.45 *W : BEte*?^* 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J - 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 




O — \ 



OCH 3 
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!, 

i 

mmM2 (2 4,5) 1 _ 

8- (N-^y^-N-;/^ o^n W W -2-^/^-3 
- (2-^f^-4-> -5, 7-i>kKn-7P [3, 

4-d] [l, , 5-a] fc o y^v>y-i£$^ 




OCH 3 



T L C : R r 0^47 (-^1^ : @»^/V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
] 0 1H), 0.69 (m, 2H), 0.24 (m, 2H) 0 



H»2 (2 4 6) 

8- (N-i/^o7 , otVMf;l'-N- (4-MJ7;^o^f;i'7x=;i') 
^^/UT5;y) - 2 — fvV- 3 - (2-^nn-5-^ 
15 -6, Kn-5H-v^n^* [d] f7/P [1, 5-a] fc° 

y 5; v 5 ^ • 
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OCH 3 



T L C : R f 0.48 : f^aifvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 

7.34 (brd, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 

1 

5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) 0 

mmmz (2 47) 

8- (N-^P^oWf^-N- (4- MJ 7;^P^f/>7x=/V) 
10 -2-^^-3- (2-7pp-4-^ b^^7i^/I/) 

-5, 7-'7tKn-70 [3, 4-d] tf^/n [1, 5- a] fc° V 5 v> 
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T L C : R f 0.42 (^•f^ : SWfc^f"^* 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, 3 = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J - 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0.14 (m, 2H), 

|M2 (2 4 8) 

10 -2-7^^-3- (2->f/U-4-^ hW*^) 

-5, 7-v?tKD-7P [3, 4-d] f7/o [1, 5- a] fc'JJ^v* 
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OCH a 



T L C : R f 0.42 ' : %£&^/U= 2:1) ; 

N M R (3 00MHz, CDC1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
2H), 5.38 (s, 2H), '5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) D 



mMM2 (2 4 9) 

8- (N-^ntVi— N- {A-*yT jy ^^T^y) -2-* 
10 ^VU- 3- (2-^^-4-^ - 5, 7-^tKn-7 

c [3, 4-d] [l, 5 -a] fc'y^v^ 
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CN 




T L C : R f 0.29 (^Mf^ : Wk^^= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 5 1.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz 5 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
(brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) C 



mmm2 (250) 

-2-^^v-3- (2-^nn-4-^F^7i=;l') -5, 7 -5?fc 
KP-7P [3, 4-d] tT^/n [l, 5-a] t° >} ^ v 5 ^ • 
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F 




OCH 3 



TLC:Rf 0.40 (^^^ : g^n?vU= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) 0 

Hi 2 (251) 

8- (N-->^ n^n bVl^-N- (4-7/^D7x^;U) ^^75:/) 
-2-^^-3- (2-^^-4-^ h^v-7^-^) -5, 7-£?fc 
10 Kn-7P [3, 4-d] t 0 7y*D [1, 5- a] t° ]J S v 5 ^ • ^BM. 
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T L C : R f 0.44, : g^jEfvV= 2:1) ; 

NM R (300MHz,, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J= 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 0.90 - 0.80 (m, 4H)„ 

i 1 l' 

H»]2 (2 5 2) 

8- (N-->^o:/n eVM^-N- (4-7/^a7s^) t^f-fr? 
10 -v>t KD-7P [3, 4-d] t°^yP [1, 5 - a] t°U • 
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OCH 3 



T L C : R f 0:49 (^V^ : ffigt^?-jU= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J - 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28- 0.18 (m,2H) 0 



mmw2 (2 5 3) 

8- (N-/o tVV-N- (2-^ h^jcfyl/) 75/) - 2-^/1'- 
10 3- (2-^no-4-^h^7 I -;>) -5, 7 - k Kn - 7 n [ 3 , 
4-d] t°7^n [1, 5-a] fc^v^-W 

_N * HC1 
CH 3 




OCH3 
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TLC : R f 0.35 i^-f^ : I1#^;V= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, ■ 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J - 7.5Hz, 2H), 1.01 (t, J - 7.5Hz, 3H) 0 

mmm2 (254) 

8- (N-^ntV^-N- (2-^ Y^-^^fV) 7^7) 

3- (2-^^/V-4-7« Y**yy^A>) -5, 7-t?tKn-7P [3, 

io 4-d] vjy* [i, 5 -a] t°i; $*?>-mm 



T L C : R f 0.33 : HSfcc^7V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J= 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz,3H) 0 

Hjfeffij2 (2 5 5) 

8- ( 3 -^V^JVT \ J ) -2-* =f-jV- 3 - (2-^^-4-v-T/ 
20 7j.^/V) -6, 7-^tKo-5H-^n^ [d] k^^/P [1, 
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i, i 




HN 



CN 



TLC : Rf 0.45. (^-fy : fff^t^jU- 2 : 1) ; 
N M R (3 OOMHz, CDC1 3 ) : 5 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (ra, 1H), 4.06 - 3.88 (m, 1H), 3.41 (brt, J = 7.2Hz, 2H), 3.15 
(t, J= 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 



mmm 2 (256) 

10 8- (N-^a tVW-N- Y^ri/x-f-fr) 75/) -2-/^- 

3- (2-^on-5-^b*'>7*-^) -6, 7-S?t Ko-5H-V 
*n^* [d] t°7 N /o [1, 5- a] 1^!)5^-M 



J = 6.6Hz, 6H)„ 




OCH 3 



T L C : R f 0.46 : fW=-?vl«= 2:1) 
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NMR (300MHz, CDC1 3 ) : 8 7.34 (bid, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6.91 (m, 1H), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H),, 
0.96 (t, J = 7.5Hz, 3H)„ 

mmm 2 (257) 

8- (N-^^/W-N- t^^T^S) -2- 

(2-^nn-4-^ f^7i^) -6, 
5H-^P^ [d] tf7^D [1, 5 -a] t!) v^^'Sti 




OCH3 



TLC:Rf 0.42 (^f"^ : I^^/P= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) D 

^jfe#ij2 (2 5 8) 

8- (N-^/V-N- {4-*3-;Vj-3r7 ol=.;v) ^^~;VT%J) -2- 
}*5-)V-Z- (2-^no-4-^ h^^7x=;k) -5, 
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7a [3, 4-d] k'7^o [l, 5 -a] t° V S *?V • jftRfetfc , 




OCH 3 



T L C : R f 0.35 (^3fif^ : ^ai^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8. 1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1 .42 (t, J = 6.9Hz, 3H) D 

H^Fil 2 (2 5 9) 

10 8- (N-^^VU-N- (4 — t^-AS?* 7 x-~>V) t^-;VT%;) -2- 
7n [3, 4-d] [1, 5-a] t 9 1? 5: v> V • j&Kjfi 
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T L C : R f 0.40 (^Vls : ^^f-;U= 2:1) ; 
NMR (300MHz,, CDC1 3 ) : 5 7.28 (brd, J - 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7. 13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) Q 

»ff!)2 (2 6 0) 

8- O-^fvPT^ ./) - 2 -^^V- 3 - (4 -*^-)V^-i!r7 ^-)V) 
10 -6, 7-v>t Kn-5H-^n^^ [d] fc^^n [1, 5 -a] fc° 




SCH 3 
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T L C : R f 0:46 X^*-f > : 3. : 1 ) ; 

NMR(300]$Hz, CDC1 3 ) : 5 7.52 (d, J = 8.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J = 7.8Hz, 2H), 3.13 (t,'J = 7.8Hz, 
2H), 2.52 (s, 3H), 2:49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz,'6H)o 



' (2 6 1). 



8- (N-y^-N- (2-^ h^v-m^vw) 757) -2-^^-3 

i 

- (2-^^-4-^ - 5, 7-^tKn-7P [3, 

10 4-d] tf^n [1, 5-a] try 5 

-N 




OCH 3 



TLC:Rf 0.61 (^-fy : g^n^vl^ 1 :2) ; 
NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) Q 



gl»J 2 (2 6 2) 

8- (3-^^/VT^y) -2-^^/P-3- (4-^W^7i 
20 ~/l/) -6, 7-i^tFo-5H-^n^ [d] MyVn [1, 5- 
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a] try .jftiftjft 



HN 



jC 




N(CH 3 ) 2 



T L C : R f 0.57 (^f-^ : BM^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.72 (d, J = 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) ' 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03, (t, J = 
7.5Hz, 6H)„ 



SMLg f2 6 3) 

10 8- (N-^Dyn^M^-N-7 P nf^75y) -2-^^-3 
- (2-^^-4-p< ^^^71=^) -5, 7-^tKn-7P [3, 
4-d] t°yy'n [l, 5-a] 




OCH 3 



T L C : R f 0.55 (^^rf-^ : g£@£zc^= 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, 2.4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H), 2.18 (s, 3H), 1.70 (sixt, J= 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, J = 7.5Hz,' 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 

mMM2 (2 6 4) 

8- (N-yntVU-N- (5-^W7>'-2-^/l/) ^ ^vU7 ^ / ) 
- 2 3 - (2-^nn-4-7< h^rv-^^^/U) -5, 

KP-7D [3, 4-d] k s 7^P [1, 5-a] t°!)^v^ 



T L C : R f 0.47 (^=¥f-^ : %m^fr= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
0.94 (t, J = 7.2Hz, 3H) 0 

H jfeM 2 (2 6 5) 

8- (N-7°ntVl— N- (5-^^77^-2 — (A?) ^f^7^;) 




OCH 3 
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I 

i 

- 2-^^/1—3 - (2 Y^-i/y^^/v) -5, 
Ko-7P,[3, 4-d] M B y9n [ l , .5 - a ] h'V $ 




T L C : R f 0.49 > : %£^m^,u= 2:1); 

5 NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (ra, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

10 Hjjffi] 2 (2 6 6) 

8- (N-^^nyDtVMf/V-N- (2-^h^v-^^) T^y) - 
2-^5^-3- {2-^=f-)V-A-^Y^yy^)V) -5, 

[3, 4-d] t°7^P [1, 5 -a] t'Dv^-MI 
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OCH 3 



OCH3 



T L C : R f 0.29 (^H*^ : B&^^= 2:1) ; 
N MR (300MHz, CDCI3) : 6 7.16 (d, J = 8.1Hz 5 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H)„ 

2 (2 6 7) 

8- (N-7°ntV^-N- ( 4 - hi) y/v^ru pt 5vM-3f =c 
10 ;i/7^y) -2-^^-3- {2-*?-JV-A-* h*is7*—JY) -5, 
7-5?fcKo-7P [3, 4-d] t°yy*P [1, 5-a] If 9 5 I' • £ 

mm 




0CF3 



0CH3 
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TLC :Rf 6.51 : %m^;V= 2:1) ; 

NMR (3.00MHz, CDG1 3 ) : 5 7.36 (brd, J = '8.1Hz, 2H); 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 5.13 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2. 1 8 (s, 3H), 1 .64 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 

t ' 

1 

I 

gg»[2 (2 6 8) 

8- (N-:/n fcVU-N- (4-7/^D7ai-7V) 5; / ) -2- 

(2 h^v^^/V) -5, 
10 7n [3, 4-d] t°^/n [1, 5-a] t°y 5; i?y • j&ifelfi 



F 




TLC : Rf 0.53 (^^f-> : S8xf/V= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2. 19 (s, 3H), 1 .65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H) 0 



mmm 2 (2 6 9) 
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[ 

i 

8 - ( 3 -^f-/UT 5; J) -2-7 3- (2-^no-4-^ ffV 
ft7x^)'-6, 7-i?tKo-5H-^o^ [d] t'yi/p [1, 




5 TLC : Rf 0.64 (^^rt> : ^f/V=2 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H) S 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1.94 - 1.64 (m, 4H), 1.10-1.00 (m, 6H) 0 

10 mMM2 (2 7 0) 

8- (N-^P^ntVMf^-N- (2-^=/W) 757) -2-7 
5vW-3- (2-^f^-4-^F^>7i^) -5, 7-i?tKn-7 

n [3, 4-d] fy^P [l, 5- a] $i?^-4Wfei6: 
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T L C ; R f 0.52 h^-fy : ^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 



mm (2 7 1) 

8- (N- (2-/ Y*i/aL^-;v) -N- (2-:/^-/^) 7 5/) -2- 
p<^-3- (2-p«^-/V-4-7« h^rv^rc-zV) -5, 7-^tKn- 
10 7P [3, 4-d] fc°7^n [1, 5- a] t° y 5v>^ • jfclfctt 



T L C : R f 0.29 : TO^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2. 17 (s, 3H), 1 .85 (s, 3H) B 

1112 (2 7 2) 

8- (N- (2-^b^rV^^/W) -N- (2-^^) T$.y) -2- 
^^-3- (2-^bo-4-^^7i^) -5, 7-^fcKn- 
20 7D [3, 4-d] t°7y'P [1, 5-a] fc° >) 5 ■ 



5 2H) 0 
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H 3 CO v ^ n 




OCH 3 



T L C : R f 0.39 (^"^ : @^3ifvU= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) 0 

mmm 2 (273) 

8- (N— (2-* -N- (2-:?^-^) T^y) -2- 

^^-3- (2-^oa-4-n^>7x^) -6, 
10 5H-^n^ [d] t°7 N /n [1, 5- a] t° U 5: • jfeggft 



T L C : R f 0.44 : f^r^Vl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (ra, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J - 




OCH 3 
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7.2Hz, 2H), 1.86 (t„ J = 2.4Hz, 3H) Q 

mmm2 (274) . ;i 

i, 1 ■ * 

8- (N-^p fcVl'-N- (5->W7^-2-^) *?->V7%/) 
5 -2-^^-3- (2-^t2n-4-p< b^^at^V') -6, 7 -S?fc 
Kn-5H-^ n^ [d] t°^y'P [1, 5- a] fU^v'y 




OCH 3 



T L C : R f 0.53 (-^l^ : ffigt jzT/Is= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (ra, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

jji2 (2 7 5) 

15 8- (N-^^yl'-N— ^^DT'nfcVWT^y) -2-^^-3- (2 
-^□n-4-^F^7i^) -6, 7-v ? tKo-5H-v'^o^ 
* [d] fy/P [1, 5- a] VV$& % *"VUI&L 
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OCH 3 



T L C : R f 0.49 (^rl^ : gm=c?-;\,= 2 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 8 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s, 3H), 2.21 (m, 
2H), 1.20 - 0.92 (m,4H)o 



10 



mmm 2 (276) 

8- (N-' Ovvi—N-v^ P^a tVi^T 5 J ) -2-^^-3- (2 
-^pp-4-^t'^>7x^l/) - 5, 7-v?tKP-7P [3, 4-d] 
l^7/P [1, 5 -a] t°y 
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T L C : R f 0.42 (^-f V : H^^/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J - 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 



mmm 2 (277) 

8- (N-^<^^-N-v'^n7 p ntVVT^/) - 3 - (2 

-5, 7-^tKP-7B [3, 4-d] 
10 [1, 5-a] try 5i?^-it»4& 



T L C : R f 0.40 : %fl&a^?-/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : d 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) D 

mmm 2 (278) 



5 4H) 0 
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I 

i 

8- (N-^>,o/D^/Mf;V-N- (2-^ h^^/u) T^y) - 
2-*7vli*- , 3- (2-^dp-4-^1>^7x^) -5, 7-^fc K 
D-y.n [a, ,4-d] [i, 5- a] fy5^.«fflfe* 




OCHs 



5 TLC : R.f 0.30 (^-fy : fft$£aLj-;\,= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 
(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) 0 

10 

Hi&ffi] 2 (2 7 9) 

8- (N-^ p/d fcVM ^-N- T5:y) - 

2-^^-3- (2-^PP-4-/f^>7x^) -6, 7-^tK 
d-5H-^p^ [d] \?7^Jn [i, 5- a ] t o y^^^.^^ 




15 OCH 3 
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TLC : R f 0.33 i^-fy : 2 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 

i 

5 (quint, J = 7.2Hz, 2H), 1 .09 (m, 1H), 0.65 (m, 2H), 0.3 1 (m, 2H) e 
Hffiflll2 (2 8 0) 

8- (3-^yf^7^;) -2-^5v^-3- (2-^nn-4-7 , n ; t 
!7:n~/U) -6, 7-v^tKn-5H-^n^ [d] t c ?y*u [ 1 , 
10 5- a] t°y 




Br 



TLC:Rf 0.61 : gfflft^^= 2:1); 

NMR (300MHz, CDC1 3 ) : 6 7.65 (d, J = 2. 1Hz, 1H), 7.44 (dd, J = 2. 1, 8. 1Hz, 1H), 
7.28 (d, J= 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (ra, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) 0 

MM! 2 (281) 

8- (3-^^/WZ^y) -2-^5^-3- (2, 5-^pd-4- 
20 * h$->7^~M -6, 7-^kKo-5H-^n^ [d] 
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n [1, 5-a] t°y 5; v>> 




OCH3 



TLC : R f 0.65 =¥f"^ : @^xf;U= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) D 

mMM2 (2 8 2) 

8- -2-^^/U-3- (2, 5-v^nn-4- 

10 * h*ci/7^^M -5, 7-^bFD-7P [3, 4-d] M'y^xi [ 1 , 

5-a] t°y v^y 




OCH3 



T L C : R f 0.61 (^3MJ-^ : 2:1) 
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I 

N M R (3 00MHz, CDC1 3 ) : 6 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, 2H)„4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2;36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t,J = 7.2Hz, 6H) 0 

5 CT.^iJ2 (2 8 3) 

8 - '(N-v^ n^n tT/U- N- (4 -W7 ^f;k75/) - 

2 - ^ fvW 3 - (2-^nn-4-^ 1^^7i^) -5, 

i i 

D-7n [3, 4-d] fc°^/n [1, 5-a] t^v^y-MI 

CN 




OCH 3 



10 TLC : R f 0.26 (^1^ : H^^5vV= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 H»!l2 (2 8 4) 

8- (N-^n^n fcVV-N- (4-v'7;7 3 :^) ^^T^7) - 
2-^f-/u-3- (2-^f-^-4-^h^yyx.=-M -5, 7-v^fc K 
n-7P [3, 4-d] t 0 7^n [1, 5-a] f'J^v'y-Iil 
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CN 




OCH 3 



TLC : R'f 0.24 (^t^ rSK^f /V=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) 0 

mmm 2 (285) 

10 /V) -6, 7-S?kKn-5H-^n^ [d] ^7^p [1, 5- a] 




och 3 
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T LC : R f 0.66 i^^-f^ : IM^^= 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2.1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, , 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) C 

mmm 2 (286) 




M -5, 7-i?fcKn-7P [3, 4-d] tf7^n [1, 5-a] tTJJ 

10 $t?y-4isiifi: 



T L C : R f 0.63 (^l^ : fiBft^/l'" 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J - 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
1 5 3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1 .42 (sixt, J = 7.5Hz, 4H), 1 .00 (t, J = 
7.5Hz, 6H) 0 

mmm 2 (287) 



20 4-^ f^^7x^) -6, 7-^tFo-5H-^n^y^ [d] t? 
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7 x /0 [1, 5- a] 




OCH 3 



T L C : R f 0.26 (^•^ : ftg*oc?7U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 9.0Hz 3 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2.7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 



7.2Hz, 2H) 0 
Hjfeffi] 2 (2 8 8) 

10 8- (N-^^-N-v-^ D7°n tV^^^T^ /) - 2 3 - 

(2-^pp-4-t< hdrv'^^A') -5, 7-^kKo-7n [3, 4 
-d] M'yVu [1, 5- a] fP^v'y-Iil 



T L C : R f 0.49 (^^f"> : W^^= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m, 2H),0.24 (m, 2H) 0 

'.fly,. ! 

mmM2 (2 8 9) 

5 8- (N-^yl'-N-v^ p^p tVM3VKT5 /) '-2-^^-3- 
(2-^^-4-^ h^rv-^oi^/H -5, 7-i?tKn-7o [3, 4 
-d] t°7^/o [1, 5 -a] t°]) -tfgtt 




OCH 3 



T L C : R f 0.50 : Rflfcc^/l'* 2:1) ; 

10 NMR(300MHz, CDC1 3 ): 5 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H)„ 

»F!l2 (2 9 0) 

15 8- (N-^^-N-v/^ d/d tVM^vWTS /) -2-^^-3- 
(2-^pd-4-^ fdf->7i^) -6, Kn-5H-^o 

[d] f^/o [1, 5- a] ¥y -mmiM. 
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OCH 3 



TLC : R f 0.51 (^fV : SSx^;l/=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) Q 

mmm 2 (291) 

8- (N— W n-fxi fcVl^-N- (4-v'7;7x^v) / ^-;VT ^ J ) - 
10 2 -.7*771'- 3- (2-^pp-4-^^7i=/H -6, 7-J?k K 
a-5H-^D^ [d] fc^/n [1, 5 -a] fcT U 5 • JjMfelfi 




OCH 3 
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TLC : R f, 0.29 : B¥St*^=.2 : 1) ; 

N M R (3 0.0MHz, DMSO-d 6 ) : 5 7.83 - 7.76 (m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, lH),.7.16'(m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m,3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 
5 2H) 0 



2 (2 9 21 



/) -2-^fvV-3- (2-^pp-4-^ b^v^7oi^7^) -6, 7- 
10 ^tFP-5H-^P^ [d] fcT^V-P [1, 5- a] t'U v^' 




OCH, 



T LC : R f 0.37 (^t> : 2:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.69 (brd, J = 7.2Hz, 2H), 7.49 J = ?-2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) 0 
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mm 2 (293) 



8- (N-^nyDtVMf/^-N- (4-isT ;y*~M / f-^T ^ 



/) - S- {2-t nu- 4-* Y^-isy^—J^) -5, 7- 

^tKo-7D [3, 4-d] fc'y^P [1, 5-a] t°V Ki?> • 



T L C : R f 0.21 . (^M^ : fUfcc^Vl^ 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 8 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0. 1 8 - 0. 1 0 (m, 2H)„ 

^1fe#iJ 2 (2 9 4) 



8- CN-iS? uy°u Wf/U-N- (4-^7;7i^) ^fvVT^ 
/) -2-^^-3- (2-^f;l'-4-^^7x^) -5, 7- 
15 KD-7D [3, 4-d] VyVu [l, 5-a] t°V -MMiM. 



CN 




5 



OCH 3 
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CN 




OCH 3 



T L C : R f 0.37 (^f- V : JgfSt^jV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J - 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H) 3 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) 0 

mmm 2 (295) 



8- (N-yn fcVU-N- (ft7iy-3-^f^) -2- . 

10 (2-^DO-4-n^7x=^) -5, 

7n [3, 4-d] [1, 5- a] t°y^v^ 
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OCH 3 

TLC : Rf 0.48 (^^r^^ : i^if/I/= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90 (t, J = 7.5Hz, 3H) D 

mmm 2 (296) 

8- (N-^p tVW-N- (5 -*?-A^-ity ^>-2-4 ;v) ^ ^-)VT ^ 
10 /) - 2-^f;V-3- (2-^on-4-^^7^/H -5, 7- 
i?kKn-7n [3, 4-d] fc'y^/n [l, 5-a] fc'JJ^v^ 




WO 02/053565 



PCT/JP01/11581 



, -in 

i 

T L C : R f 0.50 (^rl^ 1 : ^I£^^= 2 :1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 
(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92 (t, J = 7.5Hz, 3H)o 

i 

I 

mmm2 (29 7) 

8- (N-^f;U-N-^Dyot>^f;l/7^/) -2-^^-3- 
(2-^PP-4-^h^7a-/l') -6, 7-^tKP-5H-^P 
10 ^9 [d] t°7/P [1, 5 -a] 




OCH 3 



T L C : R f 0.61 : Sfflja^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) 0 

gMM2 (2 9 8) 

20 8- (N-y^-N-v-^ p^p /) ~2~* =f)V- 3 - 
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. .in 

i 

(2-^pp-4-^ Y* : i/7x.—JV) -5, 7-^kKo-7n [3, 4 
-d] l?7^6 [1, 5-a] \?V -MBM. 




OCH 3 



T L C : R f 0.40. (^f-^ : ffi&L^?-J>v=2 : 1 ) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.3 7 (s, 3H), 1 .70 (quint, J = 7.2Hz, 2H), 1 .39 (sixt, J = 7.2Hz, 2H), 1 . 1 0 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) C 

' 10 mmm 2 (299) 

8- (N-y^V-N-V^ P7"0 fcVl^^/VT^ 7) -2-^^-3- 
(2-^^-4 h=¥V7^^/H -5, 7-v ? tKo-7n [3, 4 

-d] t°7y*p [i, 5-a] fy^v^y-s^ 




OCH 3 

15 TLC : R f 0.45 (^=¥f"V : |»x5vU= 2 : I ) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J - 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2.1Hz, 1H), 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, , 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) D 



Hjjfe^!l2 (3 0 0) 

8- (N-ynfcVU-N- ^w^;) -2- 

^fvV-3- (2-^f^-4-^f^7x^;V) -5, 
7P [3, 4-d] t°7^P [1, 5-a] t^v^ 



T L C : R f 0.48 : ffcg^fvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J - 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) 0 

2 (301) 

8- (N-yntV^-N- (5-^f"7^^-7^^-2 — (M * 5 
y) -2-^^V-3- (a-^f/i'-i-n^i^) -5, 7- 
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v>fc Kn-7n'[3, 4 




OCH 3 



T L C : R f 0.47 (^-f > : g^^5vV-= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

Hjfeffil 2 (3 0 2) 

10 8- (3-^^^75:7) - 2 - fvU- 3 - (2-? n p-4-31 h^f- 
v^l^-zV?*^) -6, 7-^tFn-5H-^n^ [d] fc° 
7/d [1, 5 -a] fc°JJ 5; v>> • 



PCT/JP01/11581 

, HI 1 

-d] t s 7y'n [1, 5-a] fc°!J5v^ 
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jG 



T L C : R f 0.56 (^-fy : %m^=?^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.21 (d, J = 1.5Hz, 1H), 8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) 0 

i 

mmm2 003) 

8- (N-7*n^-N- (2-7;^D7i^) ^ *f"jV7 % / ) -2- 
10 j*fvl/-3- (2-^nn-4-^^>7i^) -6, 

5H-^o^ Cd] t°7^n [l, 5-a] fcT P 5 ■ ttlfejft 




OCH 3 
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t 



T L C : R f 0.52 (^^t> : /W= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), 
1.75 (m,2H), 0.94 (m,3H) 0 



7*^-3- (2-^an-4-^f^7i-;V) -5, '7-5?tKB- 

7p [3, 4-d] t°y/p [i, 5 -a] - mmm. 



T L C : R f 0.45 : gfl^5vV= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.48 - 7.33 (m, 2H), 7. 13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (ra, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) D 

15 

HjjM 2 (3 0 5) 

8- (N-^p tVU-N- (2-7/l'to7x^) ^fvl^T^/) -2- 
3- (2-^^-4-^ I^^Wi^) -5, 



^ft«2 (3 0 4) 



8- (N-^PkW-N- (2-7;^p7i^V) ^/UT^/) -2- 
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7D [3, 4-,'d] t°7 s /n tl, 5- a]. -try ■ i&BfetiL 




och 3 

T L C : R f 0^55 (^IfV : g^zcfvl^ 2:1) ; 
NMR(300MHz, CDCI3) : 8 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) 0 

gttfli2 (3 0 6) 
10 8- (N-^n fcVU-N- (5-^f/^t7sV-2 — f/V) 

y) - 2-^f/U-3- (2-^0-4-^^71^) -6, 7- 
i?tFn-5H-^P^ [d] t"7^n [1, 5- a] (f!J 
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OCH 3 



T L C : R f 0.57 (^f-f-^ : g^nifvl^ 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 

r " 

(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 
%Mm2 (3 0 7) 

8- (N-:/n fcVl—N- (ft7sy- 3-fVu) ^ f~jVT 5 / ) -2- 
10 (2-^dp-4-^ fdrv^a^/W) -6, 7-^tKn- 

5H-^o^ [d] t°7/o [1, 5- a] t o y^v5^ 




OCH 3 



281 



WO 02/053565 



PCT/JP01/11581 



T L C : R f 0.53 (^f-y : S^:xfvV= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), , 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) C 

mmm2 (3 0 8) 

8- (N-nif-zi—N-^n tVl^T5: y) -2-7 5VW-3- 
-4-7 V*r*/7 zl=.}V) -6, 7-^tFn-5H-^D^ [d] 
10 [l, 5 -a] fc^^y 




T L C : R f 0.58 (^3f : @^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : b 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) 0 

nmm 2 009) 

8- (N-^fv^-N-^n f^TS; 7) -2-7^-3- (2-7^V> 
20 -4-7 f^^7ccn/l-) -5, 7-^tFD-7n [3, 4-d] tf7^ 
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a [1, 5- a] 



o 




OCH 3 



T L C : R f 0.55 = W^^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7, 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.1 8 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) 0 

mmm2 (310) 

10 8- (N-^f-^-N-yxn tVl^T^ J) - 2 -^fvl'- 3 - 

-4-^ \^r"yy^=.)V) -5, 7-i?tKn-7D [3, 4-d] \fy^J 
a [1, 5 -a] t'Kv'y 



T L C : R f 0.51 {^^rV : @^^^U= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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OCH3 
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(dd, J = 8.7, 2.7% 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60, - 3,. { 48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (ra, 2H), 1.24 (t, J = 7.2Hz, 3H), 



5 mMM2 (3 11) , • ,' 

8- '(3 -s<lsf-;VT^ ;) - 3 - (2-^pd-4-*/M 



^y{)Vy^)V) -6, 7-v?tKP-5H-^o^ Cd] f^/n 



10 T L C : R f 0.53 (mt^f-^y : mSt^-^= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H) 0 

15 

mMM2 (3 1 2) 



8- (Z-^f-jVT^;) -2-^^-3- (2-^dp-4- (N- 
ff-jUft/W^J/V) -6, 7-^tKn-5H-^P^ 

[d] t 0 7y'n [1, 5- a] t-y^v^^ 



0.93 (t, J = 7.2Hz, 3H) 0 



[ i , 5 - a ] tr-y 5 v 
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O 



N 
H 



TLC : R f 0.55 (M.it^f-^> : SKif^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J - 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J = 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82 - 1.55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

mm (3 1 3) 

8- - 2-*=f-;V- 3 - (2-^ on- 4- (N, 

10 N-v^^vl'^W^^A') -6, 7-i?tKn-5H-^o 

[d] t°y/p [1, 5 -a] t°y*i?> 
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I, 

T L C : R f 0^65 C&jb7 f ^ : IM^^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.56 (d, J = 1.5Hz, 1H),.7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8, ,1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz, 6H)o 1 

Hffiffj2 (3 1 4) 

8- (3-^<y^)^T ^ 7) -2-^^;U-3- (2, 6 - fvl'- 4 - 

h^v-^-'/W) -5, 7-^tKn-7P [3, 4-d] t'yy'v [1, 
10 5-a] t°y 5; v 5 ^ 




OCH 3 



TLC : R f 0.29 (^^^^ : ^m^;V= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H)„ 

mmm 2 015) 

8- (N-^^A—N- (4-7/^P7i^) 7 ^V^T ^ / ) -2-7 
^/W-3- (2-^f/l'-4-n^7x^) -5, 7-^tKo-7 
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n [3, 4-d] fyynll, 5-a] X'V 




T L C : R f 0.49 : &&tzz<7-j\,= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.30 - 7.22 (m, 2H), 7. 1 8 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) C 

mmm 2 on) 

10 8- (N-^^-N- (4-7/^D7x^) ^f/U75y) - 2 

(2-^on-4-^h^7a^) -6, 7-^kKo-5 
H-v^n^<>^ [d] fc*7 )/n [1, 5-a] t^v^y 
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F 




T L C : R f 0.42 {^*-t> : %m^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16 - 1.98 (m, 2H), 1.18 (t, J = 7.2Hz, 3H) 0 

mi&M2 (3 1 7) 

8- (N-^^/U-N- (4-7^tn7x=;l/) ^f-/l/7^) -2-/ 
10 (2-^Dn-4->f#V7i=;V) -5, 7-^fcKn-7 

u [3, 4-d] b^/n [l, 5- a] t°y^v^ 
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F 




T L C : R f 0.46 (^-^f-^ : %m^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) 0 

MMM 2 (318) 

8- (3— <l/^/U7K/) -2-^^-3- (2-^nn-4, 
10 * Y*?s7 -6, 7-^kKn-5H-^o^y^ [d] 
n [1, 5- a] t°y 5:^^ 
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TLC : R f 0.26 (-^t^ • BB^^= 2 •: 1) 



NMR(300MHz, CDC1 3 ) : 5 6.67 (d, J = 2.7Hz, 1H),.6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, lH),'3.82(s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m; 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), 1.01 (t, 



5 J = 7.2Hz,3H) 0 1 

I • 

1 

I 

iii 2 (319) 

8- J) (2-^dd-4, 6— 

7< b^v^^-'/W) -5, 7-^tFD-7P [3, 4-d] fc^y'n [l, 
10 5-a] t°^i?y 



TLC : R f 0.22 : SHK*^"/U= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) 0 

HMffll 2 (3 2 0) 



8- (3 -^V=f-)VT% J) -2-7^^/1^-3- (2-^pp-4-75; 




OCH 3 
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. -in 

| ( 
\ 

-6, .7-v?t.Fn-5H-^n^ [d].k°7/n [1, 
5-a]"tt5^y 




NH 2 



TLC : R f 0.22 (^f-^ : fr= 1:1) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2. 1Hz, 1H), 6.63 
(dd, J - 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz,6H) 0 

io mmm 2 021) 

8- (4-^W5/) -2-^^-3- (2-^^-4-^h^ 
S^i-A-) -5, KP-7P [3, 4-d] [l, 5- 

a] t°y SS?^ 
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O 




OCH 3 



T L C : R f 0.48 : $f8t^?-;V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s,. 
5 3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 - 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 
6H) 0 

mmm 2 022) 



8- J) -2-^^-3- (2-^BP-4-^f/V 

10 7^7x^) -6, ,7-^kKo-5H-^P^ [d] t°y>/n 
[1, 5 -a] t'Jj 





T L C : R f 0.45 (^1^ : |^j:^-/P= 1:1) 
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! 

i 

NMR(300MHz,. CDC1 3 ) : 5 7.18 (d, J = S.4Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, 2:4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H),il.80 - 1.50 
(m, 4H), 1 .01 (t, J = 7.2Hz, 6H) 0 

MW\2 (3 2 3) 

8- (a-^^W^ 7) -2-^^-3- (2-7ts;l/^fr-4-t h 
^isy^^/U) -6,, 7-^fc Ka-5H-^n^ [d] tf^ci [i, 
5- a] t°]J 




10 OCH 3 

T L C : R f 0.26 (^-fy : g£gg;nfyu= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

mifcm2 (3 2 4) 

8- -2-^f/l/-3- (2-v-ry-4-^ 

-yy^)V) -6, 7-^kKn-5H-^o^^ [d] \?7V*n [1, 
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5- a] try ^i?y 





CN 



OCH 3 



T L C : R f 0.54 (^=¥1^ : fr= 1 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 (dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1.80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

mmm 2 025) 

10 8- J) - 3 - (2-^^-4-^ 

*s7zz~;V) -6, 7-^tKn-5H-^o^ [d] VyVu [l, 
5- a] t°y ^ *?y 




OCH3 
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TLC : R f 0.30 (^^fy : i§xf ;k= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2.13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10 - 0.98 (m, 9H) 0 

mmm 2 (326) 

8- U-'VT^vl'TS J) -3- (2-^dd-4-^ h^^7x^;l/) 
-6, 7-^tFn-5H-^P^ [d] yfyy'n [i, 5-a] t° 

10 v 5: • mmm 




T L C : R f 0.51 (^-fy . «oi^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 (t, J = 7.5Hz, 6H) 0 

mmm 2 027) 

8- (N, N-i?yut°/UT^;) -3- (2-^oo-4-^h^7x 
=A0 -6, 7-v^t Kp- 5H-^ p-<^ [d] fc^/P [1, 5- 
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CI 



OCH3 



T L C : R f 0.54 i^-fy : /U= 3:1) ; 

NM R (300MHz, CDCI3) : 6 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, 3 = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) D 

mmm2 0-2 8) 

8- (N, N-^o t°/UT '5 7) -3- (2-^PD-4-n^7i 
10 ~/U) -5, 7-v^tKn-7P [3, 4-d] fc°7/P [1, 5- a] fc? 



TLC : R f 0.58 (^f-^ : Rg^/l^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 

296 




OCH 3 
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1 

3.57 (t, J = 7.5Hz, 1 4H), 1.72 - 1.46 (m, 4H) 9 0.90 (t, J = 7.2Hz, 6H) 0 

, i 

mmm-2. 029) 

8- (N-^P^n tVU^f-zV-N-^P tVVT^y) -3- (2-^o 
5 n-4-7 ( 'h^7rc^V) -5, 7-^tKo-7B [3, 4-d] t°7 
[1, 5- a] t°y 5: 




OCH 3 



TLC : R f 0.60 (^^Mf^ : gt^tfvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) 0 

mmm2 (330) 

15 8- (N-^V^-N-'V^ B^n WW 5 y) -3- (2-^p 
j3_4_^ 1.^7*^) -5, 7-i?tKc-7B [3, 4-d] 

y'p [i, 5-a] t°y 
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OCH 3 



T L C : R f 0.52 i^-fy : j&gfcrfvl^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16 - 0.04 (m,2H) 0 

gjj 2 (331) 

8- (N-V^n^aWfA'-N- ( 4 - ^ ^/V7 ^/I'TS 
10 7) -3- (2-^0P-4-^ bdr->7^^/l-) -5, 7-v>t Fo-7 
tn [3, 4-d] [1, 5-a] £!J5S» 
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OCH 3 



TLC : R f 0.56 (^*rf-> : mk^i~^= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.75 (d, J = 8.4Hz, 1H), 7.19 (d, J = , 
7.8Hz, 2H), 7.13 (d, J = 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) 0 

Wfam 2 (3 3 2) 

8- (N-T 0 * fcVw-N- {2--?^~/U) 7^7) -3- (2-^nn- 
10 4-^ h^-yy -5, 7-i>t KD-7D [3, 4-d] 

[1, 5- a] t°V5.i?y 
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I 

i 

TLC : R f 6.41 (^^^ : fc= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J - 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 
5 0.98 (t, J = 7.2Hz,, 3H)„ 

l ■ 

i 

I 

IM2 (3 3 3) 

8 _ ( 3 _^y^,vx * y ) -2-7^^-3- (2-A^/^-/V 
_4_^ ^i/ 7 x=;H -6, 7-i?tKP-5H-^BW Cd] 
10 t°7y'a [1, 5- a] t°'J v^-M' 




TLC : R f 0.26 (^^V : gfc$^5vV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J= 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

ijj2 (3 3 4) 

8 _ (N-^f /V-N-V^ P^n tf/V^ / ) -3- 



300 
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l ( 

i 

-4-* Y*i/7aL=.;V) -5, 7-^tKn-7n [3, 4-d] 
n [l,"5'^'a] t°y 




och 3 



T L C : R f 0.45 (^1^ : RSfc^^V^ 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

10 HMJ2 (3 3 5) 

8- -3- 4-* y^-i/y^—fr) 

-5, 7-v?tKP-7o [3, 4-d] t°^y'n [1, 5- a] t 0 !)?^ 




OCH3 
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TLC : R f 0.57 (^f-V :@l^f-/V=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04' (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 

»2 (3 3 6) 

8 _ (N-i/i? P7°n tVM^-N- (4 -7;^d7^-/H ^f)V7 
%J) -3- (2-^nn-4-^f^7i^) -5, 7-v^tKn- 
7n [3, 4-d] t°7/P [1, 5-a] t'V 



F 



10 




TLC : R f 0.41 (^f-V :||^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16- 0.02 (m,2H)„ 

mmm2 (337) 

8- (N-v / ^t3 7 c nt: 0 ;v-N- (2-7/^p7i^) jrffvUTS/) 
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-2-^^-3- (2-^nn-4-^ h#^7a:^) -6, 
Ko-5H-^o^ [d] \l°y^U [1, 5 -a] fJJv^ 



T L C : R f 0.41 ( V ;V^> : gfcSfct^vl^ 10:1); 
5 NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7. 13 - 6.97 (m, 
3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H) D 

10 Hjjffjl 2 (3 3 8) 



8- (N-^P^nWf/l/-N- (2-7;Vtn7i-^) tf-frT 
5 y) -2-^^-3- (2-^oo-4-^h^7i-;l/) -6, 7 
-^kKn-5H-^P^ [d] tr^yo [1, 5-a] fc'U^v^ 




OCH 3 
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TLC:Rf 0:49 ( V>Vx-V : ^m^;V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J - 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, 1H), 0.48 (m, 2H), 0.10 (m, 2H) D 

mmm 203 9 0 

8- (N-v'^n7 P DfcVU^^-/l/-N-7°PtVl-T5/) -3- 
10 Y*ci/y^~;V) -6, 7-^tKn-5H-^n^ [d] 

[1, 5-a] \?V%^y 




OCH 3 



T L C : R f 0.76 {^-fls : g^^^= 2:1) ; 
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I, 

N MR (300MHz!, CDC1 3 ) : 6 8.32 (s, 1H), 7.78 (d, J = . 8.7Hz, 1H), 7.03 (d, J = 
2.7Hz, 1H), 6*9l' (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3:06 r 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 

1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) e 

i 1 

5 

i 

mmm2 (340) 

8- (N-^of/U-N- (4-^^"/V73i^yV) / W^y) -3 - (2 

* Cd] t^yo [i, 5-a] t-y^v 5 ^ 




T L C : R f 0.61 (^^rf-^ : Bfflfc*?7l' SB 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
1 5 2.20 - 2.04 (m, 2H), 1 .66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) D 

mrnm (341) 

8- (N-^^-N-^ p^p W W $ / ) -3- (2-^p 
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n-A-^Y^yy^'^) -6, 7-5?tKo-5H-^nX^ [d] 
fc°7^P [1, 5 -a] 



T L C : R f 0.67 (^Mf->' : tfSfct^vl^ 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7,18 (m, 
5H), 7.05 (d, J « 2.4Hz, 1H), 6.92 (dd, J - 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1 .02 (m, 1H), 0.54 - 0.42 (m, 2H), 0. 12 - 0.02 (m, 2H) 0 

io mmm 2 (342) 

y ) - 3 - (2-^nn-4-^Ki/7x^) -6, 
H-v^P-O^ [d] t ( 7/n [1, 5- a] fc°!J ^v>> 
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T L C : R f 0.71 (^^f-^ : %ftfc^?-;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8. 1Hz, 2H), 7.11 (d, J = 8. 1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14- 0.02 (m,2H) 0 

mmm 2 043) 

10 8- (N-yntf/W-N- (4-7*tD7i^) J-JVT % J ) -3- 
(2-^PP-4-n^V7i^) -6, 7-5?tKn-5H-^P 
[d] t°7^n [1, 5-a] k°y^v^ 
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F 




CI 



OCH 3 



T L C : R f 0.54 . {^*1rV : ^^^= 2 : 1 ) ; 
NMR(300MHz, CDCI3) : 5 8.37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) Q 

mW>M2 (3 4 4) 

10 ~)V) -6, 7-i?kK.B-5H-^n^,[d] t^/o [1, 5- 

a] try 




OCH 3 
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i 



TLC:Rf 0.58 (^f"V : @^^^= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.42 (d, J = 9.6Hz, 1H), 3.82 (s, 3H), 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1.20 r 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H) 0 

mmm 2 (345) 

8- ( 4 — ^y^/lsT ? J ) -3- (2-^on-4-^ h^ri/7x=;I/) 
-5, 7-^kKo-7n [3, 4-d] t°^/n [l, 5- a] 
10 ^ 




OCH 3 

T L C : R f 0.54 -fry : ftBfeaifvl^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J - 7.2Hz, 6H)„ 

«#I2 (3 4 6) 

8- (N-yntVl^-N- (4-^^7^-/1^) ^f-/UTK/) - 3- (2 
-^pp-4-^ h^r^^ai^/W) -5, 7-^tKn-7o [3, 4-d] 
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, 41' 

i 




OCH 3 



TLC : R f 0.53 (^*V> : >V= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, J = 14Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5. 1 4 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz,3H)c 

H»!l2 (3 4 7) 

10 8- (N-yotf/V-N- (4-7^td7i^) ^ *f~JV7 % J ) -3- 
(2-^Dn-4-^^7i-^) -5, 7-'7tFP-7P [3, 4 
-d] tf7y*n [1, 5- a] fcrjJSS?^ 
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CI 
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T L C : R f 0.50' (^^y : BB^&= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H) 3 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1.70-1 .48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) D 

mmm 2 (348) 

8 nzfn \?jV^f/VT% J - 3 - (2-^nn-4-^ }^>:7aL 
10 ~)V) -5, 7-i?tFP-7P [3, 4-d] t°7/D [1, 5-a] fc° 




OCH 3 
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TLC : R f 0.47 {^-fy : @^^^-;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.33 (s, 1H), 7.73 (d, J = 8.7Hz, 1H), 7.04 (d s J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 (s, 2H), 4.94, 
(s, 2H), 3.83 (s, 3H), 2.92 (m, 1H), 1.22 - 1.06 (m, 2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30(m,4H) o 

mmm 2 (349) 

8- (N-v-^ d^d fcVMfVl'-N- (4- h P y/l^P^^Vl^cx^/U) 
^^T^/) -3- (2-^DD-4-^h^>7i^l/) -5, 7-i> 
10 t Kn-7P [3, 4-d] fr/n [1, 5- a] fy^v^ 




OCH3 



TLC : R f 0.42 (^dff-y : SSfe^^= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

(3 5 0) 

312 



WO 02/053565 



PCT/JP01/1J581 



8- (N-^nyn tVV-N- (4-^f^7x=^) ^ f^7^ /) 
3- (2-^PP-4-n^7s^) -6, 7-i?tKP-5H-'> 
^n-<^ [d] b'^yn [1, 5- a] try 5 i?^ 



5 T L C : R f 0.60 : @^;n^/u= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) 0 

10 

2 (351) 

8- (N-^pT'pW^-N- (4-M)7;Vtn^f;l/7x-;l/) 
^ fVt-T 5 7 ) -3- (2-^PP-4-^f^7i^) -6, 7-v> 
tKP-5H-^P^ [d] fc'y/n [1, 5-a] fc°!)*i^ 




OCH 3 
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.in 

i 




och 3 



T L C : R f 0.55, (^^^ : gfcgfctfvl^' 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J= 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) 0 

£MM 2 (3 5 2) 

8- S) -3- (2-^nn-4-7 { b ^v^^-zw) 

10 -6, 7-^tKP-5H-^P^ [d] [ 1 , 5-a] t° 




OCH 3 
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i 

T L C : R f 6.53 .{^-f ^ : f^tt^flf- 2. : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.79 (d, J - 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d, J - 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 (m, 2H), 
5 1 .84-1 .52 (m,' 4H)i 1 .01 (t, J = 7.5Hz, 6H) 0 

I 

r 

mmm 2' (353) 

8- (N— 5/* PTTn \f/V^f-/V-S- (4-7/uto7*^) tf-AsT 
5; y) -3- (•2-^PD-4-^^7s^) -6, 
10 5H-^p^ [d] [1, 5-a] fy^v^- 



F 




OCH3 



T L C : R f 0.46 (^^rf"^ : gfeifeifyl^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J= 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) 0 



2 (3 5 4) 
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8- (3— ^J-;VT%;) - 2 - t< fvv- 3 - (2- (l-^/v-i- 



5 T LC : R f 0.50 {^f-y : g^m^= 1:2) ; 

NMR (300MHz, CDC1 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J= 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s) total 7H, 1.30 (s, 3H), 1.03 (t, 

10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H„ 

Hjfeffil 2 (3 5 5) 



8- (N-^PfcT/V-N- ( 4 - h P 7;^n ^ f 7l/t^V7 x^/U) ^ 
/>7^;) -2-^f-/V-3- (2-^bd-4-^ h^i/7^^/W) -6, 
15 7-VtKo-5H-^B^ [d] t°7/n [1, 5 -a] t'D^v 5 



t Kndfi/^/w) -4-^ Y**S7^~JV) -6, 7-S?kKn-5H- 



v^p^y* [d] [1, 5 -a] t'y 




OCH 3 
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T L C : R f 0.52 : %ftkzcj-,v= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d 3 J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 
(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)„ 

mmm 2 (356) 

8- (3-*^vvK7^ /) - 3 - (2-^PO-4-n^ 

10 ?yy^~/V) -6, 7-v 5 fc Ko-5H-^0^ [d] t'7/P [l, 

5- a] t e y$i?y 




OCH3 
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T L C : R f 0.44 : @M^^= 2:1) 



NMR (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J - 2.4Hz, 1H), 6.88 



(dd, J = 8.7, 2.4Hz, 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1.00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) 0 

mmm2 (357) 



8- - 3 - (2-^ h=3rv--4-^f- 

/Ufc o y 5 -6, Ka-5H-^o^y^ [d] 

10 [1, 5 -a] t°y 



T L C : R f 0.23 (^f"^ : I^o_^/W= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

HjjfcffU 2 (3 5 8) 

8- (N - ^- N - v'^ n y n t>^ f ^7 ^ y ) - 3- (2-^nn 
Y^-yy=^=-jV) -6, 7-^kKn-5H-^n^ [d] 





OCH 3 
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T L C : R f 0.61 (~>*rf-y : ffl&^ji,= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.71 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
5 2.4Hz, 1H), 6.94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 
2H) 0 

io mnm 2 (359) 

3- (2-^pp-4-^ h^y^/l/) -5, 7-i?K Fn-7P [3, 

4- d] t^y'p [i, 5-a] t°v -mmm. 
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T L C : R f 0.49, : @£^pL^vU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J - 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) 0 

mm (3 6 0) 

8- (N— 7"n tVV— N— 3i-/V) ^w^y) -2-^ 

10 (2-^PP-4-n^7x^;V) -6, 7-i?fcKn-5 

H-^p-<^^ [d] ty^n [1, 5 -a] t^v^ 
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OCH 3 



T L C : R f 0.74 : ft»ai^-/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) 0 

ggjfeffil 2 (361) 

8- (N-^ntV^-N- U-^fvl^^/lO t^/VT^J) -2-* 
10 (2-^ n b=3fv-7^=7V) -6, 7 — 1 Ko- 5 

H-v-^n^;/* [d] t'^/n [l, 5-a] b'H^y 
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CN 




OCH 3 



T L C : R f 0.38 : %m^;V= 2:1); 

NMR (300MHz, CDC1 3 ) : 8 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H) 0 

jli2 (3 6 2) 

8- (N-T/nfcVl— N- (4->7/7i^) ^^T^7) -2-p< 
10 (2-^nn-4-^ h=3rv-7^^;l-) -6, 7-^^-5 

H-v^n-O-^ [d] t°7 s /P [1, 5 -a] fD^v'y 
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CN 




OCH 3 

T L C : R f 0.46 (^^^^ : Wk^J\^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, 1H) ; 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

mmm 2 ( 3 6 3 ) 

8- (N-f* P7°P W^-N-^f/U7 5 y) -2-^^7U-3- 
10 (2-^nn-4-^ b^7x=;>) -6, 7-i?k Ko-5H-'^o 
[d] t°7^n [l, 5 -a] t'y^v^ 




OCH 3 
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T L C : R f 030 (^f-y : @^m^= 2:1) ; 
NMR(3,00:Npz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4 ?l 3.0Hz, 1H), 3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3. 12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 
5 0.60-0.46 (m, 2H),0.24-0.12 (m, 2H) C 

I ■ 

» 

I 

mMM 2 (3 6 4) 

8- (N - n y d tVP^ f N - ^ f ^7 ^ 7 ) - 2-^^-3 - 
(2-^/V-4-^ Y**s7x.~;V) -5, 7-^tKP-^n [3, 4 
10 -d] t°7 N /n [1, 5-a] t°yS;v^ " 



J 




OCH3 

TLC : R f 0.22 (^rl^ : gM^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) o 

HfiSflM 2 (3 6 5) 

8- (N-V^nyntVMf^-N-^W^;) - 2 - j* ^W- 3 - 
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(2-^n-4-n^7i^;V) -5, 7-^tKn-7n [3, 4 
-d] t'7y'P [1, 5- a] t 6 J)*i^ 



T L C : R f 0.18 (^df-fr^ : %ftfczf-jV= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 

i 

(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (ra, lH),0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) 0 

i 

mfaM2 (3 6 6) 

10 8- (4-^7 a W^y) -3- (2, 6- ; ^f;V-4->h^rV'7i 
-6, 7-^fcKn-5H-^P^ [d] t'7/0 [1, 5- 
a] b°!) 




OCH3 




OCH3 
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i ( 

TLC : R f 0.55 (^rl^ : fi"='2 : l) ; 

NMR(300MHz, CDCI3) : 5 7.80 (s, 1H), 6.83 (s, 2H); 6.27 (d, J = 11.1Hz, 1H), 
3.98 (m, 1H), 3.80 (s, 3H), 3,11 (t s J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m, 8H), 0.96 (t, J - 7.2Hz, 6H) 0 

SMfe (3 67) 

B-^n^T^Z-S- (2, 6-v^fvV-4-^ b^r^7x^;l/) 
-6, 7-^tKP-5H-^D^ [d] t°^yn [1, 5-a] t° 




T L C : R f 0.54 (^fif^ : @^^^v^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

2 (3 6 8) 

8- (N-v-^d:/p tVM^VV-N-:/* tVVT^y) -3- (2, 6- 
^f/H4-^KV7i^) -6, 7-v^t Ko- 5H-^ 
* [d] t°^y'P [1, 5-a] t 0 D^v^ 
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OCH 3 



TLC : R f 0.51 : ftRif/l/=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1.68-1.50 (m, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (in, 2H), 0. 18-0.04 (m, 2H) 0 

mMM2 (3-6 r 9) 



8 _ ( N _. <^^_ N _^^ D y D \?;v*J-;VTKJ) -3- (2, 6- 
10 ^f;U-4-/h^7i^) -6, 7-5?tKP-5H-^o^ 
* [d] t°y^D [1, 5-a] t'P^v^ 





OCH 3 



T L C : R f 0.49 : 1^^^= 2:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.93 (s 5 1H), 7.42-7.08 (m, 5H), 6.70 (s, 2H), ,4.94 (s, . 
2H), 3.81 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 1.03 (m, 1H), 0.54-0.38 (m, 2H), 0.12-0.01 (m, 
2H) 0 



8- (N-i/^P7 , 0Wf^-N- (A-ff-)V7x.-)V*=5-)V) 7 5 
y) -3- (2, 6-v^^-4-^ h^rv^^-z^) -6, 7 — 5?fc K 
o-5H-^n^ [d] h'yyu [l, 5 -a] t°y^v^ 



T L C : R f 0.53 (^M^ : ffflfcc^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 
15 1 .03 (m, 1H), 0.54-0.40 (m, 2H), 0. 1 0-0.01 (m, 2H)„ 

(3 7 1) 

8- (N-7°n f/l/-N- (4-7Mn7i^f^) 757) -3- 

328 
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(2, 6-^f;l/-4-n^7i=/l>) -6, 7-$?fcKn-r5H — 
v^o^* [d] t'r/p [1, 5-a] t e y^i>y 



TLC : R f 0.46 (^iJ-^ : f£^fvU= 2 : l) ; 
5 NMR (300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1 .70-1 .48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

MMM 2 (3 7 2) 
10 8 - p 7°n £VM "f-jVT 5 7-3- (2, 6 - 

^^-/l-) -6, 7-i^tKn-5H-^n^ [d] t°7/p [1, 

5-a] t°y 




OCH 3 
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OCH 3 



TLC:Rf 0.45 (<r-*W : f^St^jV- 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.81 (s, 1H), 6.68 (s, 2H), 6.40 (d, J = 9.9Hz, 1H) 5 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m, 8H) 0 

Hjfe^2 (37-3) 

8- (N-^^-N-v-if D7°D hW^^/WT^: y) -3- (2, 6 — S? 
^f/l'-4-n j f>7i^) -6, 7-^tKo-5H-^n^ 
10 [d] t'7^n Cl, 5- a] t'Mv'y 




T L C : R f 0.61 (^f"^ : H^xfvU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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i 

2.00 (m, 2H), 2.12 (s, 6H), 1.64-1.46 (m, 2H), ,1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90 
(t, J= 7.2Hz, 1 3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) D 

mMW2 (3 7 4) 

5 8- (N-v^ D^n tVU^^/U-N- (4-7^n7i= *=}-)VT 
%;) -3- (2, 6-v^fvW-4-7< h^v^o^/k) -6, 7-S?fc 
Kn-5H-^o^ [d] [ 1 , 5 -a] t°]J?v ! > 



F 




T L C : R f 0.51 (^3MM' : ftfc*?yl"= 2 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz, 
2H), 2.93 (t, J= 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m,2H), 0.10-0.01 (m,2H) 0 

15 H»!j3 

8- (N-if/l/-N-n-yW^y) - 2-fc Kn^S/^fTU- 3 - 
(2-^/V'-4-fc Ko^7*sA') -6, 7-^kKn-5H-^ 
[d] t°7 N /* [1, 5 -a] k'Hv'y 
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(1) Vmm^tcit&yo (5 0 6mg) (Dmt/f-^y (14m 

i) mu^-i 8°c^7^*pu iM^^t^^m^mt^^^y d2mi) 

trnZtoz., -7 8^3 0^1 & it/- 3 0 °CT* 5 0F3fflW Ltc e 

^!)^>*7A^n-?f^77^ (n-^ty : S^^fW= 1 : 
1^2 : 3) -CttiKUT, ^T^tHM£^1-5fI^b£^ (3 0 3 nig) 

10 T L C : R f 0.14 (n-^rf-V : ftgaifvl'^ 1 : l) ; 

NMR (300MHz, CDC1 3 ) : S 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) 0 

15 

mmm4 

(2-^f"/V-4-^ -6, 7 - i^t Ko - 5 H- i/9 n 

[d] t°^yn [1, 5-a] b'y^y 
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mMMSVU^Ltzit^ (9 8 5mg) (DWC*^^^ (10ml) W 
WLk, 0°C«*PU ^miti-b]) (9 5mg ;63.1%tt^*«) 

3 o#raaa$ ut. w^n-sm^^^t^^ (o.i8m 1 ) sran*, o°ct?2 

is^P-7h^77^- ( h/^> : |^^^/V= 5 : l-*4 : l->7 : 2) 
•C»»UT, «.T©«HtH[S: ; firi-5aSS^* (9 4 7mg) fcfcfc, 

10 T L C : R f 0.35 ( n -^MJ-^ : ^m^;V= 1 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

15 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H) 0 

HMJ5 

8- (N-7*P^-N- (2-* h^rW ^ S^JV) T^J) -2-/ 
(2-^f/U-4-^ h^7i-;>) -6, 7-i?kKn-5 
20 H-v^u^^ [d] f^'P [1, 5- a] t°y*£^ 
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mmm 2(2) -vmt Lfrnt^no ( 1 s 6 m g ) <d*j* f^^^i/ k 

(5ml) h y ^fvl^T S > (0.39m 1 ) ^XXfEM<\MM^ V V> 

mW- (2 2 5mg) SrJg*.* MT?2l*WHJt^Lfc. S^^^tK^^\ 

-Cft*fe^s MLfCo mm<DVVi?y (5ml) jgttlEl, o-*?7H: Kp 
^vvKT^l^t (2 8mg) Sr^H^. ^ifC 1 5 B#iSi£# Lfc„ 

/U=4 : l->3 : 1) "PttKLt, (Dto&tiL&G-f (1 6 

Dig) &#fc„ 

TLC : R f 0.78 (n-^f"^ : mgt^;ls= 1:1); 
NM R (300MHz, CDC1 3 ) : 
15 major isomer 

6 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 
20 minor isomer 

5 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J - 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J = 8.4, 2.4Hz, 1H), 4.47 (d, J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) C 

i 

5 HMffi]5 (1) -5 (2) 

mmw2 (2 6) x-mmLtzik&m. *tz.temm\±x*wmLtz\k&m& 

m^MV^T|IW!I5 ^^(D^^fT^oT, mT^b^^#7c 0 



10 (1) 

8- (N-r/n tV^-N- (2-t< r-^rW 5 J^JV) 75 7) -2-*' 
(2-^^-4-7^ h^^^^^yU) -5, 7-v^tKo-7 

i 

d [3, 4-d] h'yytt 11, 5- a] fcTJJ 5 S?^ • 



15 T L C : R f 0.22 (n -^^r^y : ffcg^fvl^ 3 : 1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

8 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 




OCH3 
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0.81 (t, J = 7.5Hz, 3H) 0 

minor isomer 1 

8 7.38 (d, J = 8.4Hz, 1H), 7.31 (t, J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2:7Hz, 1H), 5.25 ,(s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
3.74 (s, 3H), 3.43 (t, J = 7,2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J = 7.2Hz, 3H)„ 

»fri|5 (2) 



8 _ (N-^f-^-N-n-^f-^T^y) -2-tKB^W5;^ 
10 -3- (2->f^-4-^ h^7x=;P) -6, 7-^kKo-5H- 
i/^n^y^ [d] [1, 5-a] t°P 




OCH 3 



T L C : R f 0.19 (n -^^rt^ : ^f^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz, 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) D 



20 mMM6 
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l 

8- [ (2 S) '-1-fc Kb*W^^V-2-^/V] T^/-2-t< 
f ;V- 3' - - ^ f 4 - n ^r'>7 x^^) -6, 7-5?tKo-5 
H-^n^,[d] tf7i/n [1, 5-a] fc°!)$v^ 




OCH 3 



5 (15) TSSjgLfcffc^ (2 9 0mg) 0gftft (4ml) 

lMli (1.4ml) SrJq*., 8 O^T* 1 l$Mft& U/t. RjfcS£-«J«r N 

^ufcfift^K^^hy ^^7k»?ft (loomi) mm^/is 

10 2mg) SrJn*:, £ffl"Cl 5«Fia«»Lfc. £j&S£fc«r*l6Ufcau it& 

;^7^ovf^77>f- (n -^=¥f- V : g£l£cn^= 1 : l) 
It, £AT04W4ltS: : t1"5S«^* (14 3mg) ^Itt^iiL 
15 T#fc 0 

TLC : R f 0.32 (n-^'fy : fi8fc:£?yl/= 1 : 1) ; 
NM R (300MHz, CDC1 3 ) : 
major isomer 

5 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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2.7Hz, 1 H), 6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3 H), 3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H), 
minor isomer 

5 6 8.52 (brs, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H)„ 

io mm 6 (i) 

8- [ (2S) -I-* K^rW^/7^>-2-^^] 75/-2->f 
/V-3- (2-^^/V-4-^ b^v^^/V) -5, 7-v?tKn-7P ' 
[3, 4-d] t°7)/t3 [1, 5-a] t'P?^ 




OCH 3 

15 mmm2 (14) ^tbTUt^ (3 6 5mg) N ^itJttKn^ 
8mg) 

TLC : R f 0.20 (n-^fy : ^f^=3 : 1) ; 
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N MR (300MHz, CDCI3) : 
major isomer 

8 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J = 10.5Hz, 1H), 5.3 J (d, J = 
5 10.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) D 
minor isomer 

5 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d, J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H), 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) 0 



^7 



8- [ (IS) -l-v'T/ynfcVVT^y] -2-^^-3- (2-t< 
15 ?vU-4-^ f^v^^A^-e, 7-v>t Kn-5H-^n^*[d] 
t°7^n [1, 5 -a] t°y ^v 5 ^ 



HN"^CN 




OCH3 



^M#iJ6T'M5ttfdb^ (137mg) (OWC**^^ (1ml) 
£-7 8°C«£PU h D ^)VT % > (0.32ml) £J;t>* hV 7>Vjru J ? 
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vwfo^mmfom «>.i3mio *mtl, m^2^mw^ 0 

jjtffrjj'j&t h^77-f- (n-^drf-y :»K^/^= 3:1^2 : 
5 1) -e^LT,, ^TO«ttlt«:*i - *«IWb'6'* (lOOmg) 
TLC : Rf 0.27 (n-^-fy : BM^^- 2:1) ; 

i 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J - 8.1Hz; 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7.5, 6.3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.10 (m, 7H), 1.29 (t, J = 7.5Hz, 3H) 0 



7 (1) 



8- (N-^/V-N-n-^fvl'T^/) -2-v'7/-3- (2-7^ 
;V-4~t Y^yy ;V) -6, 7-i/tKo-5H-^n^ [d] 
15 t°?yn [1, 5-a] t o i;^^> 




OCH 3 



20 



mmms (2) T'M5tLfc{b£$l (211mg) £/^T, ^»!l7i:Pl 
^M^^tT^oT^TO^fi^^i-^^S^^ (1 9 5mg) &#fc 0 
T L C : R f 0.34 (n : ffim^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) 0 

i 

5 mmm8 

9- ( 3 -^yf-jVT $ J ) -6-^^-5- (2-^^-4-^ h^r 
v/7i=/l/) -7D [3, 2-d] t'7y'D [1, 5 -a] fc o y^v>>- 




OCH 3 

mm 2(6) T*®!5t Lfzit^ ( 2 1 5 m g ) ©i?7x=;Px-7/l/ ( 3 
10 ml) ®m\Z. y 1 0%^7^!7^ ( 1 5 Omg) &/JP;i N 2 5 0t;T*4 
«FM«#Ufco RlSa^ttSrMStfJ'&^lU (10ml) 

7 7 7 4- (n-^f-^ : Tir h ^= 9 : l) T'iiLt, J^T<D#ltM 
«:5firi-*attift«fr* (15 Omg) &#fc 0 
15 TLC : Rf 0.42 (n-^fy : ^^=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H) 0 
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mm\ 9 , %! • 

8- {3-<<>7'/l'**i') 3 - (2-^^-4-^ b^r 

. '■ ■ ■ , ' 

-6, 7-T??fcKn-5H-^.p^ [d] f^/o [1, 

5 5- a] t°y 




OCH 3 

TK^b^fU^^ (92.0m g ; 6 0% in oil) <D b/l^i^iRfcU 3-^^ 
^;-;M2 0 2mg) «r»TU 8 0tt2^HIgttf tfc„ ^©^S^t> 
##^J7-C^tfdb^ (2 5 0mg) &jb[I;L 5B#P B m#tfc 0 

- (^f-^:^^^=5 : 1) J^T<Z>«{it£^- 6*111 

ft^fe ( 1 2 8 m g ) &#fc 0 
15 T L C : R f 0.58 ( h/l^^ : 7iZ h ^= 5 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)„ 
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mmm9 cty - 9 (5) 

1 1 

mm (1) • 1 

8- (3— ^^^vO -2-/ 3 - (2-^nn-4-^^ 

i/7x^) -6, J-v^k Kd-5H-^p^<^ [d] fc°^/p [l, 
5- a] \*V \ 




10 0CH 3 

T L C : R f 0.50 (^=¥f- V : @^n^= 3:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J « 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), 1 .04 (t, J = 7.5Hz, 6H) 0 

»^!19 (2) 

8- -2-^^-3- (2-^ b 

^>7i^) -5, 7-^kKn-7P [3, 4-d] h'yy'u [l, 5- 
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a] t°y ^v 5 ^ 




OCH 3 



T L C : R f 0.25 {^-^V : M^fvV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1.80 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

mi&M9 (3) 

8- (4-^/^^;/) -2-^^-3- (2-^BP-5->h* 
10 *sy^~>V) -6, 7-^tFn-5H-^n^ [d] [1, 
5- a] 5v>^ 




T L C : R f 0.85 (^l^ : g^^^/V= 1:1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d 3 J = 2.7Hz, 1H), 6.89 ' 
(dd, J = 8.7, 2.7Hz, 1H), 5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90 - 1.66 (m, 
4H), 1 .58 - 1 .42 (m, 4H), 0.95 (t, J = 7.2Hz, 6H) 0 

5 

mmm9 (4) 



y/n bVut^^- 2 - ^f ^- 3 - (2-^pp-5-7< h3->:7 
^-/V) -6, 7-^kFo-5H-^D^ [d] t°y>/n [1, 5 
-a] 



T L C : R f 0.36 (^^rifV : Jgfm^yU= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) 0 

mmm9 (5) 



8- (1, 6 -^7>?i?^y-4-4^) **l/-2-*?-A'-3- (2- 
^0-4-^^71^) -6, 7-^tKD-5H-^n^ 

20 [d] f^/p [i, 5- a ] try 5^ 
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i 




OCH 3 ' 



TLC : R f 0.58 : g^ni^/U= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.29(d, J = 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J - 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2. 15 (quint, J = 7.5Hz, 2H) D 

mmm 1 o 

8- {Z-^V^jV^ir) -2-^^-3- (2-^nn-5-^ h^rv- 
10 7i=/V) -6, 7-^tKn-5H-^n^ [d] t°^/d [l, 
5- a] t°Jl ^v 5 ^ -it^ 




OCH3 

TkHfc^ YWJ* (68.9m g ; 6 0 % in oil) j (17ml) ^ 
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i 

» 

OtT, 'S-TtWt^y^y (2 5 2mg) & J: t>*##0ij 7 T? 
»&L£fb&«J (3 0 0mg) SrSP^ % ltffflfltttUfc. 

> 

: S8xf^=5 : 1) "C»84L/to ttfiMfelz: Otf 4 Ni»-ftifc 
(0.2ml) SrJPx., 1 OftmmWU '*©£WI8LT, «T«ttI 
**i-*«H^« (271.1m g) fr#fc 0 
T L C : R f 0:57 (-^f-y : mB^^= 2:1) ; 
10 NMR (300MHz; CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz 5 1H), 6.89 
(dd, J = 8.7, 2.4Hz, ,1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5HZ, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02 (t, J = 7.5Hz, 6H) D 

15 HfiSMl 1 

8- {±-*=f->vy^=.)V) - 2-^=f-;V- 3 - (2-^^-4-^ 
i/7i^) -6, 7-i?kKn-5H-^o^ [d] t'7/n [1, 
5- a] t°y 5 
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#%m-C»JtLfcte£* (3 0 0mg) <D*J*h*i/*** (3ml) 
4-^Wx=^py| (13lmg) \ f^^^A (1 
lmg) „ by^^^/PTjN^^^^ (4 8mg) $3 itft&fP^^- h V $ & , 

(2mi) smmmmiMLtz, ^mmm^nu mm*- 

^ ( 2 2 2 m g ) &#fc D 

TLC : R f 0.41 : g^^5vV-= 3:1) ; 

10 NMR(300MHz, CDC1 3 ) : 6 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s,3H),2.14(m,2H) 0 

15 mm,m ii ( i ) - 1 1 ( 5 ) 
iii ii(i) 

20 8- (2, 4-^^d7i-;V) - 2 — 3 - (2-^/^-4- 

b^v'y'i^/H -6, Ko-5H-^n^y^ [d] tf7^ 

p [1, 5- a] t°P ^v 5 ^ ■ iOfetL 
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T L C : R f T L C : R f 0.38 (^^y : fr= 3:1) ; 

NM R (300MHz, DMSO-d 6 ) : 8 7.91 (d, J = 1.8Hz, 1H), 7.70 (d, J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8, 8.4Hz, 1H), 7.11 (br d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 
5 6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m,2H),2.09(s,3H) o 

mmmii (2) 

8- (3- hV yjv^-n^f-j^y^^jv) -2-/ 5vv- 3 - (2-^^ 

10 -4-^ h^-yy^^M -6, 7-v?tFD-5H-^n^ [d] 
t°7V'n [l, 5-a] t°y $v>^ 




OCH 3 
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TLC : R f 0.27 : 3 : 1) ; 

i 

NMR (300MHz, CDC1 3 ) : 8 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz; 1 H), 6.89 (d, J =, 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94(t,J = 7.5Hz,2H),2.31(s,3H),2.20(s, 3 H), 2.18 (m, 2 H) D 

8- (4-n^7i^) -2-^^VV-3- (2-^^/V-4-^ K 
^ri/^^^yP) -6, 7-v>t Kp - 5 H- 9 s9 [d] t°7^P [1, 

10 5- a] t°y ^v 5 ^-^^ 




OCH 3 

T L C : R f 0.23 (^Ify : @1^^fv^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J - 9.0Hz, 1 H), 6.92 (d, J - 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J - 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) D 



HMMl 1 (4) 

8- (3, 5-^oo7i^) 3- (2-^f7V-4- 
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*Y**/7s.-A') -6, 7-^kFn-5H-^0^ [d] , 
d [1, 5- a] fc°JJ 5: w 



T L C : R f 0.50 {-^^V : H^^5vu= 3:1); 
5 NMR(300MHz, CDC1 3 ) : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 



3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H) 0 

10 MMM 11 ( 5 ) 

8- (2-^f^7x-/V) -2-^^"/V-3- (2-^^-4-^ h 

-6, T-v'tKo-SH-v'^D^ [d] t^y'n [1, 
5- a] t°y ^ 




OCH 3 



(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
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OCH 3 



T L C : R f 0.38 (^l^ : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 
1H), 6.82 (dd, J - 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
5 1H), 2.27 (s, 3H), 2.20 (m, 3H), 2.17 (s, 3H), 2.15 (m, 2H) Q 

mmm 1 2 

8 -If* (J. h^v'tf/HsfWl') ^^-2-^^-3- 
A-^Y^yy^^/V) -6, 7-i?kKn-5H-^o^ [d] tf 
10 [1, 5- a] t'U^v 5 ^ 



TkS'fk-T- hJJ (210mg ; 63.1 %in oil) <DT Y 7 t Kd77> ( 1 
Oml) Mffil^ ^pyl'^f^ (8 8 0mg) Stj&JI*.. Slt30^ 




OCH 3 
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t 

mnwLtc &m®m\z., $%m7-?mk,Citfc&m (8 2 0m g ) 

5 (^f 1 ^,: m^^^=8 : l->7 : Dt'ftlLT, J^T^trtM&iT 
■t-SfiSS^fe (1.10 g) 

T L C : R f 0.48 X^-fy : 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6H) 0 

Hjjfflll 2 (1) -12 (4) 

15 &T<Dfc&w*mc 0 
lii i2(D 

8- 3-^y-2-^) -2-7^/V 

-3- (2-^^-4-^ hdr^^/W) -6, 7-v f tFn-5H~ 
20 v-^n^^ [d] fc°7>/p [1, 5 -a] fcTJJ*^ 
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T L C : R f 0.55 (BB^S^) ] 

NM R (3 00MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = 1.8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
5 3H), 2.30 (s, 3H), 2.16 (brs, 6H) 0 

mmmi 2 (2) 

8- (2, 4-v^^y- 3 <^^JU) -2-^^-3- (2-^^ 
-4-^ fdrv^7i^) -6, 7-v>tKn-5H-^D^ [d] 
10 t'^/n [1, 5- a] t°y 



o o 




OCH3 

T L C : R f 0.34 (^dMf^ : @^:x<?vV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 

3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H), 2.20 (quint, J = 7 .2Hz, 2H), 2.18 (s, 3H),< 1.95 (s, 
6H) 0 

mmm 12 ( 3 ) 

h*i/7*-~fr) -6, Kn-5H-^o-<^ [d] t° 

7y'n Cl, 5 -a] t°D v^y 



o o 




T L C : R f 0.18 (^^t^ : ftixf^= 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz,6H) 0 

15 rnmm 12 ( 4 ) 

8-tf* (rc ^^yu-2-^^/^-3- (2-^on- 

4-t< N^v-^^n/U) -5, 7-v?tK0-7D [3, 4-d] t°7^n 
[1, 5 -a] t°y ^ 
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OCH 3 



T L C : R f 0.28 (^^U^ : ^3:^= 3:1) ; 
NMR(300MHz; CDC1 3 ) : S 7.28 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.91 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (ra, 4H), 
3.84 (s, 3H), 2.39 (s, 3H), 1.33 (t, J = 7.2Hz, 6H ) 0 



ill 3 



8- (1, 3 i-fc Kndrv'- \f;V) -2-^5^-3 

,1,-4-* h**s7^~JV) -6, 7-S?tKn-5H 
10 b°7>/D [1, 5- a] t'))*i?y 





0CH3 



T/V=fV#ffl^Ts Ml&mi 2T3S5SUfc^fe (3 5 5mg) (Pjffi*^ 
;tfvl^— rA- (7ml) -7 SttlM^y/n fcVKTV^^ 

->Afc KP K (3.94ml SriTFLfc. »£i8tt«:0 < CU:#H& 
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10 



$nu &T<Dvmm&Girz>i£Mik&VB (2 6 0m g ) %mtc 0 

TLC:Rf 0.50 (^pp*M : ^^;-;V=9 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.13 (brd, J= 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, 1H), 4.97 (m, 1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) 0 

1 4 



8- (1, t°/V) -2-^^-3- (2-^^ 

i 

Y^i/y^- ; v) -6, Ko- 5H-^ U'O* [d] 

t°7^o [ 1 , 5 - a ] t'D?^ 




15 OCH 3 



^SH^T" !7i» (26.0m g ; 6 0%inoil) ©DMF^H, 0°CX*mM 
Ml U 2 Omg) ©DMF (2ml) ^^Tbfc D 

r^jl^^3!7^^^ (81.0/z 1) lB#F^Jt^Ufc 0 SlS^Jft 

20 ^-eawLfc. ^^fcwa^^^fp^7Xt?^#t, mtr^-t- h y !7^ 
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•Vfflk&s (5ml) SrJqfcT^&WBLfc. »aE«rVy*^* 

7A^t?.-7,^7'7vf- (^f-y : ^^7k=3 : 1) TH^LT, fit 
T^»e^^i-5rtft^ (58.7m g) £#7Co 
T L C : R f 0.80 (g^acfvV) ; 

NMR(300MHz, £DC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz, 1 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.3 1 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) 0 



10 



1 5 



8- (N, N-Vff-JVjjjW^j ;Vf}-)V) -2-^^-7^-3- (2-^ 
^ix:7^~;v)'-6, 7— ^fc Ko-5H-^n^y^[d] 
t°7y*n [1, 5- a] t°D ^ i>y 




OCH 3 



15 HJfefll 1 2 T?§83i Lfcffrg* (4 1 0 m g ) <Dp< t J -JV (1ml) 

2 4°CT?v ; ^ ^JVJ ( 4 9 1 m g ) %tKM^^P^, 9 0 °C 
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5:1) -C»#LT*. &T<OWSM&#t*1IMfc'&*> (102.7m g) £#fc 0 
T L C : R'lF 1 0.55 (^3f f-> : »^^= 1:1) ; 
NMR(3Q0MHz, CDCl 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94 (m, 5H), 
5 2.72 (s, 3H),.2.36'(s, 3H), 2.24- 2.10 (m, 8H) D 



mm 8 



20 



CI 



OHC 




OCH 3 



10 ^iti-hV P& (2.6 g ; 62.6% in oil) <Di> * *?-/Vfr/UJ±T ^ K (8 0m 
1) ®$B?$H:> 0tt2-^np-4-t Kndfi/^yXT/Vrt K (10.0 
g) ©^fM/VAT^K (5 0ml) 1 5 ^tt-CiiT U 3 0 

#P^#U7to SJtS^K^s OtTCa^b^/l' (4.2ml) ZlOfifrtfX 

15 1) Tttffibfco «jl^7kfcJ;l>«q^7KT?5fe#U, $£7k»^^ix 
7AT«, 8ilt, WTOt)M^W-r^tl^^.(10.7g) &#7t 0 
T L C : R f 0.61 K^ri^^ : ft^^= 3 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) 0 



1- (2, 2 -v^n^-ai-r^/l/) -2-^pd-4-^ f^^yfy 
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CI 




8 X'W&Lftft&Vi (5.0 g) (Dmttf^y (UOml) Msl-x 

I 

EHf^Ht (10.7 g) &*Px. % 7j<mT, f!)7x=M77^y (16.9 g) & 
5 fc 0 BiJ&m&VlKO^y-y (5 0 0ml) MMW^, 9 sD (3 0 g) 

^&#\ ^iitfco vy^y/v^^f-^/stsfe^^ (io:D -c2fe#- 

vb^77>f- (^fy:Siif;v=io : l) -cfiHKLT % UT<om. 
tiMtt-t&WMit&m (6.6 g) &#fc c 
10 T L C : R f 0.82 K^t > : i^xf ;l/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s, 3H)„ 

1 0 

15 1- (1 -7*p Y^yO^s 




^m<\9X*migLfcik&m (1.98 g) O7h7tKo77>(20ml)« 
$SKn - 7 8°C-C 1.57M©n-7f/Vj)f!>A^il-^I (8.2m 1 ) SrJP 
3 0#WJ«#U 0 £ C-eiB#TO#tfc o E^^^rW-7 8^^ 
20 *PU 3!)f^f^ (0.46ml) &jbP?U 0 "CX 1 #WUH* Lfc„ ^JtS^SSr 
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^ (^df-f-> : ^^/V= l 0 : 1) TitgSiLT, ^T^tt^l" 3 
HjUbl^ (0.89 g) &#fc e 

TLC:Rf 0.69 • ^aif-/U= 5:1); 

t 

5 NMR (300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 
(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) 0 

5-« ( h v t^/^yy /is) 7^;-2-i/r;-3-^f^-4- (2 

CN 




OCH3 



3 O^P B WPfi«L7t^b^^^ (8 3 2 g) 7;^>I^T> 
^y^W^^7At KU K (13.8ml) £r^S-e^o< «9^Dx., 1 5# 
IHJfctfLfco Rj£&jfcasH£bfc&x ###H OT^itbfdb^fe (ll.6g) 
15 © h ]) ^^^y/^>T^ K (4 6ml) «£2 5£fr\-tXMz.tc 0 

^^p^h^y^^- (^^f-y : 1 0 : 1) T^tT, ^ 

TO&mUZ^irzmMit&M (9.5 g) s &J;OTJ£/»£ U2-t^ ( h 
20 V ;v) 7^y-5-^7y-3-^f;k-4- (2~? dp- 4 

l^v^^-^) t°P-/M5. 2g) &#7c c 
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i 

TLC:Rf 0!34 (^fy :«xf;l/=l,0 : 1) ; 
NMR(300MHz, CDClj) : 8 7.76 (brs, 1H),! 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14(s,9H) o 

1 2 




OCH3 



10 1 1 -tW&Lltik&fy (6.27 g) Ot< * / -/^ (50ml) JgiSfc, 

1 NTKSKb^- b y (15.4m 1 ) Sr^aT'in^s 1 t 

EMtLT, #T©iW4*$:#1-5«JB<b£* (4.78 g) £#fr 0 
15 TLC : R f 0.20 (^f-> : g£g^^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 

mmm 1 6 

20 l-'>7,/-2-^f/l'-8-t (2-^dd-4-^K 
^7«=A0 -6, 7-^tKn-5H-^n^ [d] b°PO [1, 
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I 

i 

2- a] t e y 




2T?3K5iLfc^^ (4.15 g) fcffivvr, Hifcflll liWafiMfrSr 
frfcSrfcteioT, eHTO*tt««r*"i-«aillfl:*a* (1.35g) £#fc 0 
5 T L C : R ,f 0.15 (^fy : ffl&^J-;V=l : l) ; 

NMR (300MHz, DMSO-d 6 ) : 8 12.25 (bra, 1H), 7.31 (d, J = 7.8Hz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H) C 

10 gj&jj 1 7 

(3 °yf;V7 5 / ) -3- (2-^nn 

-4 h^rv-y^^yl/) -6, Kd- 5H-^p^ [d] 

t°n p [1, 2- a] t°y ^ v?^ 




OCH 3 
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t^X^XM^Ltcl -i/TS- 2-/3-/1— 8 pd- 3- 
0-4 \-**y7^~/V) -6, 7-^fc Kp - 5 H-iS? [d] 
k°nn [l, 2 - a] t^v^ (I8 0mg) £ffl^T, H3i$|2 
5 ©»^^^:j;ot, ^T^Wit^^1-^t^b^ (1 1 2 m 
g). £#/c c 

T L C : R f 0.36 ( Y : ^oi^;V= 9:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.25 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz, 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03(t,J = 7.5Hz,3H) o 

mmm 17(1) 

1 - i/T y - 2 - * J-JV- fcWT ^7-3- (2-^nn-4- 

15 ^ h=3r->y^-yW -6, 7-i/t Kn-5H-^n^ [d] t°np 
[1, 2- a] t°y ^v?^ 




OCH3 
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! 

: i 

T L C : R f 0.39 (^f-V : fM^^= 3:1); 
NMR(300MHz, CDC1 3 ) : 8 7.26 (d, J = 8.1Hz, 1H),7.06 (d, J = 2.4Hz, 1H), 6.89 
5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

i 

i i 

1 3 * _ . , 
10 b°P— /lx 




OCH 3 



h^c^T-V V (1 0 g) O h/^^ (1 2 0ml) 
m&lZ-s Ti? (6.43 g) £5cfcT^p- -7KfP^ (4 4 

mg) £flnx., ^fe^2H#KW5i^L^o S^^^^^-e^ip^, 

15 vpy=fy;P (4.6m 1 ) ZMtL, 12 B^»3t»fc Ltc 0 $m LtcfcJ&m 

^^rW1-6tIM^ti (5.73 g) £#fc 0 
T L C : R f 0.65 (^1^ : BSfct^yi/s 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 
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mt&m 1 8 

-6, 7-v?tKo-5H-^n^ [e] t°nn [2, 3-b] fc?U 



3TMitLfc^t) (4.0 g) £>><^irV (4 0ml) ?g$tfc: x i/ 



g) &»B;^ JlftTkLft^bl 2 0fP B 1»31^Lfc o ^F»^ir7^ h5iiU 
10 6^^^Lfc 0 T/V=*V#|!^n^ ^©^StKx 1>7 t Ko77^ (TH 
F) (8 0ml) 0°CT2MH V^p t°^T $ K (15.7 

ml ;THFM) &#P;U iSlt#£U 5 0^jf#Lfc o Rl&m&lfo 

15 77^- (f^cx^vl,) -CJltSSl LTj^TCWfi^ft 5&Jgfc£4fc (2.85 
g) &&tt 0 

T L C : R f 0.51 (^ d n fr;VJ>. ; * $ J —)V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2.10 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H) D 



5 v>> 




i^n^^^y V (1.46ml) &J;0p- • TkMl (4 0m 
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mmm 1 9 

* Y*i/7^~;V) -6, Ko-5H-^n/<^ [e] fop' 

[2, 3-b] tfUv^ 



UMl 8T^3tLfcfb^ (6 0 0mg) ©THF (60ml) 
0°C-C h ]) ^JVT %l/ ( 5 2 0 /x 1 ) *5 &T?y a fr*"^^ n JJ K (18 

mm^i-Z>MM4k&M (451mg) £#fc 0 
T L C : R f 0.60 (9 n n : ^ / — /V= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (m, 1H), 7.08 (d, J - 8.4Hz, 1H), 6.87 (d, J - 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J - 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (m, 
3H) 0 

mmm 2 0 

2, 3-v ? ^^-4-7 B n tVVT^/-l- (2-^f;l/-4-^ 



5 
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7x.~>V) -6, 7-i?kKP-5H-'^D^ [e] t°nn [2, 3 

-b] t o .y 




OCH 3 



H*«r?"C»3&Lfcft'&* (451mg) OTHF (5.0ml) 
5 2M*7^^W/^^» (4.8ml : THF^i) Srftlx., 5B#^ 

10 sxT<Dmmm*G-tz>mm4k&® (2 6 8m g ) &#fc 0 

TLC : R f 0.47 : B$fc;n.^vl/= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.09 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) 0 

15 

iii 2 1 

1- (2-^f;l/-4-n^7i^) -6, 7— 5?k Kn-5H— S' 
^n^>^^ [ e ] t'oo [2, 3-b] fUi^ 
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3**mOT«a6LfcflS<£* (2 3 4mg) (DmiW^W (3.0ml) 

T/^=f>#H^T> om y ^^/i<t 5 ^ ( 3 6 o n i ) 

nfty^a'D K (1 3 4 pl 1) ^Px, lR*KJJK#Lfc„ 

;^7A^Gvb^77^- (^IJ-^ : Bfflfcnfvl'- 2 : 1) T'*S8iL"T\ 
£HTOftttfl[**i-5aHi^b^«b (2 4 2 g) &#7c 0 
T L C : R f 0.57 (^=*r1^ : ft»xf/W= 1:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.11 (m, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.85 (dd 5 J = 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H)„ 

15 HMM 2 2 

2, 3-v ? ^^ L /U-4-v ? 7 P atVUT5y-l- ( 2 ^yU- 4 h 

i/7i^) -6, 7-^fcKo-5H-^n^y^ [e] fc'no [2, 
3-b] fJJv^ 



369 



WO 02/053565 



PCT/JP01/11581 




CH 



MAW 2 1 t?«3fi Lfc-f&£* ( 2 4 2 m g ) ^V^t, H«J 2 0 m& 
«%ff^^aot, £AT©4M4fcfcW^SMfc;£fc (1 8 2mg) 

5 T L C : R f 0.45 (^^rfy : ftiif ^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2*8 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J=7.2Hz,6H) Q 



^»H2 2 (1) 

2, 3-v^?VW-4- (N-^7W-N-^^/WT5:y) -1- (2- 
^^-4-^ r df-*/7a:=^) -6, 7-v?kKn-5H-^o^ 
[e] fnp [2, 3-b] fc^v 5 ^ 
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J 



-*mmm 2 0 -+mnm 2 1 -^mm\ 2 2 1 mmo^^n 5rtiaoT, 

5 TLC : R f 0.41 (^^V : ffl&^/V= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H) 0 



15 &£*^-tz>§m i o o&z&ito 

• 8- (3— ^f-AsT^S) (2-^^-4-7« h 

* 9 s7*—jV) -6, 7-^tKn-5H-^n^ [d] t°7 N /o 



[1, 5- a] try 



5.0 g 



0.2 g 



0.1 g 
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it/l/P, 1 -^ , . 4.7 g 



M»] 2 

. '■ ■ ■ , 

T 1 0 0 #$r#fc. 

i 

•8- (3-^<^/VT^/) -2-^^/W-3- (2-^^-4-^ b 

^S^arvl") --6, 7-i?tKo-5H-^P^ [d] t'7 N /P 

[1, 5 -a] 2.0 g 

10 • h—fr 20g 

• ^@7K 500m 1 
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R 1 
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U*3«t0Z^tl^«AUT N CR 2 . N R 1 3 N ^StJi^ 
10 fC^-, C = 0^fc^C = S§rS^U 
R 2 fl 

(ii) C 1 ~ 8 

(iii) C 2~8 7/^-/K 
15 (iv)C 2~87/^-/K 

(vi) CF 3 , 

(vii) i/Ty, 

(viii) - fn, 

20 (ix) N R 9 R 1 0 R 9 ^it/R 10 fi^tt^«LT, 
(ii) C 
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I 

(m) c 3.^ l o ©iMt* t < \±zm&fim$ks 

Gv) i ~ 4 i® Qi^, i~2 m (bmmm^te £ rf/t rati -2m 

■1-5 3-1 0M^¥^'bb<f4-^ : ii^Tgm$tLfcC 1-47 

1 

(x) OR 11 m*s R 11 ^ 

10 (ii) C 1 ~4T7V^r;K . . 

(Hi) G 5 ~ 6 <D|*Sf9^ 

(iv) 1 ~ 2 m <D&kW^, 1 i® ^StfC^-fc £ U/t. tzltim (OWMM 

(v) c 5 ~ 6 <DmMnh t < « 1 ~ 2m<omMw^, 1 m^mMu^-is 

15 J:t>V*^{ilfi©^J!g^^^--r5 5^^«6M©»»^E^ 

$tlfcC l~4T/^^^t3i- 0 ) s 

(xi) S H, 

(xii) S (0) n R 12 (£«f\ n&CK ll;7cf;i2£*frU R 12 & 
(i)C 1~4 7;^/K 

20 (ii) C 5 ~ 6 (Dfizmm, 

(iii) i~2fl§£>^Wi^ i{@©^/i^J;t>V*^^iiI«^J!i 

(iv) C 5 ~ 6 ©^m^ti b < ft 1 - 2 1 

25 ^HfcC l~4T^^^*t5l-o ) , 

(xiii) COR 11 , 
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(xiv)COOR 



(xv)CdNR V9! R 10 , 



(xvo c 3 ^ i o (D^h u < it-m^mm. 



(xvio i ~ 4 m<ommw-^ i ~ 2 m<Dmmm¥& <t fc» i ~ 2 1@ « 



*\ = N—OR 1 \.SH % S(0) n R 12 N COR 11 , COOR 11 , CONR 
9 R 1 \ C3~10^I^t<{j:ZTOiI, ^it>'l~4j|l©g*m^ 
l~2j®©^jF^'feJ;t;/t^«l~2ili0^il^^^-rS 3-1 0 

10 t < te-^Mmmfrbmiiti%& 1 - 2 intern;* tvo^ c 

r 13 & 

(ii) C 1 - 4 7/^3vK 
15 (iii)C 2~4 7;^^/K 

(iv) C 2 — 4T/l^=/K 

(v) C 3 - 1 0 (D^mh L < 

(vi) 1-4^0^111^ 1 ~2f|©^ig^^J;t//^fc^l~2ji« 

20 (vii)C3~l 0©*ft)L< HH^^^T\ *fd«l~4fl©^0^, 
l~2ffi«*J^^J:t>V^fc«l~2fi«|t^^^r-r5 3-1 0 



(xviii) AP^y^, CF 3N OCF3, V7V N =hn, N R 9 R 



1 0 



OR 




25 |j;Cl~4T/^;K C 1 -4 T/^^^ ^n^Vj^^it^C F 3 ^£>5i 
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RMS 

5 (i) 1 ~5i@OR 14 -eg^§nTV^^)^t> t< \*mm&(DC 1 ~8T7l^^K 

(ii) 1 ~5{E©R 14 -ea$£tiW£/^i£> L< nmW&VC 2~8W = 

(iii) l~5f|OR 14 T-g&$tlW5/^t>b< «*igl&<7)C 2~87Vl^~ 
10 (iv) N R 4 R 6 R 4 ioit>*R 5 {i^tbma5£t-r, 

(ii) l~5|iI(DR 17 -egm^tLTV^5/{)^L<«4i^^c 1-1 57 

(iii) l~5ffi<7)R 17 ^gi&£ftTV^^t>L<te^g&tf>C2~l 5 
15 7VWJr~/K 

(iv) 1 -SffiOR^Tfim^TV^^ t< fi^-g^oC 2~ 1 5 

(v) l~5j@CQR 18 Tam$nTV^S^ 1 bU<(iffiEg^(DC3~l 5© 

20 (vi) l~5j®^R 18 -egm$^^TV^5^t>L<{4^g^(Dl~4|iI(D 

^SfHS 1 ~ 2 tl co^Jl^-^ £ fcfi 1 ~ 2 ^©fiHt^ 
ft53~l 5l©^i^L<l4-i»i^^t c ) % 
(v)OR 6 R 6 « 

25 (ii) C 1~1 0 

(iii) C 2 ~ 1 0T/K)"-/K 
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(iv) C 2~1 0 7A"¥— /K 

(v) l~5iH|C0R 18 -Cg^^tlT^6^^t<(l4igm©C3~l 5<Z) 

(vi) 1 ~5i@4)R 18 -Cgi&£;ftW5/^t> L< fi&lg^<£>l ~4{@© 

5 mmm*. i~2m(Dmmm*&£xf/*tctei~2m(DWinw^**& 

(viO^D^Vjg^ CF 3 , OCF 3 , - ho, NR'R 10 , O 

R 11 v =N-OR n > SH N S(0) n R 12 , COR 11 , COOR 11 , 
CONR 9 R x \ l~5j®<DR 18 ^fi^^^•rV^?,^^L<«gm^ 

10 C3~i o<D^mhL<it-m&i%mwL,&£x$i~5m<DR :8 x*wW!:- 

*&£v/*itt±i~2m<Dmnm : ¥-&tt-tz 3-1 oi^at 
l< {i-^it^^^b^tfii^s 1 ~ 2ti^gi&£nTv^ c 1 ~ 

15 (vi) S 

(vii)s(o) n R 7 (m$>, nfemmtmcM^mfr^, r 7 iz 

(i) C 1 ~ 8 T/l^/K 

(ii) l~5j@(DR 18 -eem^tlTV^^^L< f»^cDC3~l 0(D 
20 (iii) 1 ~5l@<DR 18 Tffl&£*LTV^/5^ L< nmm&O l~4f@<£> 

(iv) 1 ~5^(DR 18 -eg^$nTV^^t) L< iiil^CC 3-1 0 
©III)t< lill^ilt; * He 1 ~ 5 m <D R 1 8 T-fi$& $^xTV > > 

/tLtc\±l^2B(D%imm*Z^1rz> 3~i oWi^KiiZ 
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(viii) COR 6 , 

(ix) COOR 6 , , 

(x) CONR 4 R 5 ; 

5 (xi)NR 8 COR 6a (Itf, R 6a ti 

i 

(ii) C 1 ~ 1 0 

(iii) C 2~L0 7;^^K 

(iv) C 2-^1 0 7^^=/K 

10 (v^n^Jl-Tx CF 3 , OCF 3 , ^7 A ^ho N NR 9 R 10 s O 

R n \ =N-OR ] \ SH, S(0) n R 12 N COR'\ COOR'\ 
*5 ± t>*C ON R 9 R 1 °*P> t>5Itf;ft$S 1 ~ 2 itfft^nt V> 6 C 1 ~ 
4 77^^^^t>-t 0 ) > 
(xii)NR 8 C'OOR 6 R 6 teftlS£I^ClC*£:S;bU R 8 ft 

15 (OTkHtfHV 

(ii) C 1 ~ 8 7Vl"*7K 

(iii) C 2~8 7;^-;K 

(iv) C 2~8 7;^=;K 

(v) l~5^IOR 18 -egm$nTV^?,^t>b<{^g^c3~l 0© 

20 % l < &z£&&mm, 

(vi) l~5^^R 18 -Cg^$tLTV^5^^L<{itog^(7)i~4^^ 

Sl*]*?\ 1~2 «<0K*iim3 1 ~ 2fl|©«fcJ(tJBC : f-4r^ 

f t5 3 ~ 1 Ol©f S% L< iilfSlll, SfcfA 

(vii) ^n^>JgH\ CF 3N OCF3, vTA ^fn, NR 9 R'\ O 
25 R l \ =N-OR a \ SH N S(0) n R 12 , COR 11 , COOR 11 , 

CONR 9 R ]0 , 1~5 m<DR 1 8 T?ftlfc £ *LTV^ 5 d»t> L < fi'&gft© 
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C3~ l &<D%mh b< ftZM&Mjm* &j;tn~5iil<£>R 18 T*& 

L< f4-^^*^^b^l(ltl^S 1 ~ 2{g|-Cgm£ftW5 C 1 ~ 
5 4 T A^/W&S&I", ) > 

(xiii) NR 8 CONR 4 R 5 N 

(xiv) l~5{@0R 15 Tg&$ftTV^/^t>L<te$&g&<2C3~l 5 <D%L 

(xv) l~5^®c7)R 15 T•g^$tlTV^^^^L<«^igm0 1~4fi(Z?g^j!l 

R lla tt(i)7K*m^ (ii)Cl~4T/^K £ fete (Hi) C 5 ~ 6 <D$mn 

i ~ 2 ^^su^ i m<Dmmm*& xx^/^tcit 1 

15 R 14 te(a)^n^>JfH\ (b)CF 3 , (c)OCF 3s (d)^7A (e)^l^P, 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR\ (j)SH, (k)S(0)„R\ (1) C 
OR 6 , (m)COOR 6 , (n)CONR 4 R\ (o)NR 8 COR\ (p)NR 8 CO 
OR\ (q)NR 8 CONR 4 R\ (r) 1 ~ 5{i<£>R 1 6 -eg&£*lTV^ L 
<ttM©C3~l 5 0^t>L<te-^5£^Sf^ tfcte(s) l~5i@^ 

20 R 15 Tgm$ttTV>^^tjt<te^g^Ol~4^<D^0jgT-, 1~2#|<Z? 

J; tf/;l:fcte 1 ~ 2 m<t>W@im*&f5%'tZ) 3-15 i^mat t> 

R I5 li(a)Cl~8 T/ls*sK (b) C 2 ~ 8 7/l^~/K (c) C 2 ~ 8 T^=¥ 
=7K (d) C 1-4 7;^ (Cl~4) T/^/K (e)^n^>M^ (6 
25 CF 3N (g)OCF 3N (h)^Ty, (j)-fn, (k) N R 4 R 5 „ (l)OR\ (m) 
SH. (n)S(0) n R\ (o)COR\ (p)COOR\ (q)CONR 4 R\ (r) 
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NR 8 COR 6 s (s)NR 8 COOR 6 N (t)NR 8 CONR 4 R\ (u)l~5§|<£> 

j%mm, (v) l~5eoR 2o -r:-em$tLTv^§^t>u<^l|ffie^l~4{@(D 

5 5 3~1 0£©l|iglfcL<ti:-a^*Sls (w)/M3^>JI^ CF' 3 > OC 
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COR 6 , COOR\ CONR 4 R\ NR 8 COR\ NR 8 COOR\ NR 
8 CONR 4 R 5 . l~5{@(DR 20 ^g^^tLTV^^^L<«:«Sm^C3 

~i o<D%Lmt> L<fc-^ : &mmm. &£m~5{i©R 20 ^gm£ti-o> 
tzm~2m <Dffi.nm* £-a &t z> 3 ~ i o jt <D^m u < it-m^mmm 

R 17 (i(a)^P^^Jl^> (b)CF 3s (c) OCF 3s (d)^7A (e)-fn, 
(f)NR 9 R 10 > (g)OR n \ (h) = N-OR 11 , (j) S H, (k)S(0) n R a \ 
15 (l)COR 11 . (m)COOR 11 . (n)CONR 9 R 10 . (o)NR 8 COR 11 , (p) 
NR'COOR 11 , (q)NR 8 CONR 9 R 10 , (r) 1 ~ 5 j@<£>R 1 8 a T'g&£ft 
TV^tf>fcL<tt&Sit&©C3~l 5©l|i«fcL<tt-«5Sifc*aL $fcW: 
(s) l~5{|il<£R 18a Tg&£;frTl^/^ t< ttifft©l-4fi©S*I 

20 1 5H©^»t) b< tt:zs*5£tt*3l«:*fc>U 

R 18 |j:(a)Cl~4 7^/K (b)C2~4 7/^/K (c)C2~4 7M 
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5 (iii) l~5j@<2R 17 Tltm£ftTV^^t>L<te&tg&<DC2 

— 1 5 7;^=;K (iv) l~5{i<DR 17 ^g&£ftTV^^ L< fiSig^ 

<£>C2~1 5T/Vdr-/K *fe»4(v-l)C3~6^SOl&fll^Slt-C*)t)x 



385 



WO 02/053565 



PCT/JP01/11581 



(iv) l~5i@tf>R 17 T-g$$;ftTV^^t>L<te4iM$<7} , 
C 2-1 5 7/^=/K (v) l~5i@<£R 18 ^fi&$*l/Cl^/^ t< ttjH 
5 i©C3~15«t)L<(t3^l^ (vi) 1 ~5{@<Z)R 18 TiE&£ 

io Tkfnfeo 



l 4. -IRS; (I -ii) <K 3t 



20 T^£*U>WC 4~ 6 j^»STfc5lt*^lElSl 3 Kf2i$<7Mb£^ 



T/^/K (Hi) l~5{@©R 17 Tg^$^TV^^t>L< fi&gftO.C 2~ 



(1) (I-ii) 
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1 5. -«=S C I — ii) 5t 

16. R'^NR^ 5 ^^ (a) R 4 #(0 !K R 5 ^ (ii) 
l~5f®OR 17 -e^$ttTVN5^t>L<fi^lg^©C 1~1 5T/^/K . 
10 (Hi) l~5f@OR 17 TS^$tLTV^S^%L<(i*gm^C2~l 5 7/^ 
=vK (iv) l~5f@(£R 17 Tg}&£tlTV^;^t>L<te 4 #g|&<9C2~l 5 
(v) l~5i@cOR 18 -eg^$tiTV^/ii^L<^g^C 3~ 
1 5©]£Slt>L<tt-8!t5^*aU £fcfi(vi) l~5»2R 18 fg$&$*l,T 

v>*a>t> u< ft$;gm<£ i ~ 4m<Dmmwt-, 1 ~ 2#i<D^*m^^ 
is s felt i ~ 2«©«f if m 3 ~ 1 5M.(omm-hL<n-m^Mm 

(b)R 4 ^(ii) l~5^0R l7 Tg^$tlTV^^^t5 t< tt&&g*©C 1-1 
5 7M/K (iii) l~5mOR 17 XW&£fcX^%frhL<nmW®:V>C2 
~157;^-;K (iv) l~5j!i|(DR 17 -^g#^tlTV^^^ L<nMW.& 

20 ©C2~15 7/^/K *fefi(v-l)C3~6©*S©fi&5ftl^5t§||t^*>>3x 
R 5 ^(ii) l-5ffi<£R 17 Tgm$;ftTl^;^L< teMgm<PC 1-15 
(iii) l-5#KDR 17 Tg$^$tlTV^^^t L< f i?#g$&<£> C 2 - 
1 5 7;^^ (iv) l~5<@<£R 17 T-g&£;ftTV^;^t> L< te&g&O 
C 2~1 5 77l"¥=/K (v) l~5f@(DR l8 T'fft&£ftTl^^1>U< 

25 j^©C 3 ~ 1 5 O^ft) t < ttl^Ii, (vi) l~5{|i<£R 18 T*g&£ 
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I 

i 

5 ; 

1 7 1 

(1) 8- -2-^^-3- (2-^^;W4-p« 

^7s=^)-6, 7-v/tKD-5H-^o^ [d] fc'y^D 
[1, 5- a]' t°y 

10 (2) 8- (N-xf;V-N-n-^f-/W7^7) - 2 - 7< h fvV- 3 

- (2-^.^-4-^h^>7x-/U) -6, 7-^tKn-5H-^ 

p^>*'[d] t°7y 5 D [i, 5-a] fyss^ 

(3) 8- (N-yo tVV-N- 7^/) -2-^ 
fyV- 3- '(2-^^-4-^ Y*?*/-7=.=.tV) -6, 7-i?kKo-5 

15 H-V^n^^ [d] \fyv"u [1, 5-a] fy^v 5 ^ 

(4) 9- (3— O-f-ZVT^y) -2-;*^VV-3- (2-^^/V-4-^ 
bdrv'^-A') -5, 6, 7, 8-fh7t Kn-t s 7^n [3, 2-b] 

(5) 8- [ (2S) -1, Y*i/-??^-2 — f/v] ] 

20 -pt^V-3- (2-^^-;V-A-^ h^riyy -6, 7-v f tKn 

-5H-^p^ [d] [1, 5-a] kl5v?y, 

(6) 8- (1, 3-i?t b*^V*vs<l/-2-4M T 5. y — 2 — / f-fr— 
3- (2-/^-/^-4-/ h^r^y^=-^) -6, Kp- 5H-V- 
^n-<^^ [d] [1, 5-a] fy^v^ 

25 (7) 8-tf* (2-7< f^v^fvW) 75;-2-^^-3- (2-7^ 
^-4-^ y^i/y^M -6, 7-^t Kn-5H--^nr^y* [d] 
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h°7y'P [1, 5- a] t°U 

(8) 8- (3-^yf/l/75 7) - 2-^fvV- 3 - (2, 4-^ph7 

-6, Kn-5H-^^D^y;? [d] fc°7 N /P [1, 5' 

-a] k°y ^v 5 ^ 

5 (9) 8 - ^xW 5 / - 2 - ^f ;W 3 - ( 2 - ^ f^- 4 - ^ f 

a^/lO -6, 7-^tFD-5H-^P^ [d] t 0 7^o [1, 5 
- a ] t° y ^ 5? V N 

(10) 8- (N-xf;l,-N-n-7*W5y) -2-^^-3- (2, 
4-^pp7j=;H -6, 7-J?tKn-5H-^P^ [d] t° 

io 7 % /p [i, 5-a] try$s» N 

(11) 8 - v^V^ D 7 t D hVuy ^ y - 2 - ^ 3 - (2-^fvV- 

4- ^h^7s=^) -6, 7-^tKP-5H-^P^ [d] t° 

7/p Ci, 5-a] try 

(12) 8- (3-^^/VT^y) - 2 -y< f^rv^^- 3- (2-^^/U 
15 -4-^ f^v^i-zk) -6, 7 -v>t Kn- 5 H-*>* cz^* [d] 

fc°7^n [1, 5-a] t°y 

(13) 8- (3-^yW5/) -2-^^-3- (1, 3 — ^^MM" 

— r^) -6, 7-v^tKP-5H-^P^ [d] \£yV 
p [1, 5-a] t°y 
20 (14) 8- (3— "?yf/U7 5y) -2-^^-3- (3, 4-v^b^v' 
7;c:=7i0 -6, 7-i^t Ko-5H-^o^ [d] [1, 

5- a] t°U 

(15) 8- (3-^^^T^y) -2-'^P^/U-3- (2-^^- 
4-p< h^>7x^) -6, 7-^tKP-5H-V7P^ [d] t° 

25 7y'p [i f 5-a] t e y 

(16) 8- (3-^^f-^T^y) -2-^^-3- (2-/ 4-/ 
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I 

Y*r*s7 _ 6 , 7-v?tKn-5H-V^o^y^ [d] fy^v 

[1, 5-,t] t°>^>\ 

(17) 8- (3-^^;VT5:y) -2->f y^nbT/U-S- 

bdri/7^;v) -6, 7-i?t Kp - 5H-^P^ [d] tf 
5 7^D [1, 5 -a] t°y 

(18) ' 8- (2-xf;V/f;l/7^y) -2-^^-3- (2-^^-4 

I 

h^rv-^^^/W -6, 7-^tKn-5H-^P^ [d] fcf? 
yn [l, 5 -a] t°y 

(19) 8- /) -2-/^^**3-^-3- 

10 Y*ci/7x.~;v) -6, 7-^k Fo-5H-^P^ [d] 

fc^/n [1, 5-a] tfy 

p 

(20) 8- (3-^W$/) -2-^^-3- (2, 4-S^^VK7 
m^/U) -6, 7-i?kKP-5H-^P^ [d] t c 7^P [1, 5 
-a] fcfykv^ 

15 (21) 8- (3-^W5/) -2-^^-3- (2, 

^-/U) -6, 7-^kKP-5H-^o^ [d] t 5 7/P [1, 5 

-a] ey^v>y % 

(22) 8 -V* P y^/VT ^7- 2 -**5-)V- 3 - ( 2 -*^)V- 4 - y h * 
l/y^M -6, 7-i?kKn-5H-^o^ [d] [i, 

20 5 -a] h°y 

(23) 8- (N-x^-N-^p7'W5;) -2-^^-3- (2 
-^f;W4-y h^>7x^) -6, 7-^kFP-5H-^P^y 
* [d] t°yy~P [1, 5-a] tfy^v^ 

(24) 8- (7°P^y-l, 3-i?*—A'-2-4M 7 % J — 2.-}<5-fr- 
25 3- (2-^^V-4-y Y^-yy ^=-?V) -6, 7-v?tKP-5H-V 

*n^* [d] t°yyp [1, 5-a] fU$i?y, 
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j t 

i 

(25) 8- (3'^yW5;) -2- ,(2-7VM ~ 3 - 

-4-^ ^->7x^) -6, 7-^tKn-5H-^n^ [d] 

[i, 5 -a] try v^y, 

(26) 8- (3-^^/1/7 5:7) -2-7^^-3- (2-^f/W~4- 
5 ^ h^^cn^l/) -6, 7-^kKB-5H-^P^# [d] k 1 ^/ 

t 

p [i, 5 -a] -try 5.5?^ 

(27) 8- (2-^f/l/7^xf^) T^y-2-^f-JU-3 - (2-7 
^-4-7 h^7i-^) - 6, 7—i?K KP-5H-^n^[d] 

f^yp [i, 5 -a] try 

10 (28) 8- (N-7^-N- 75/) -2- 

jtJ-A'-a— (2-*?-;v-4-^ Y*-yy -6, 7-v^tKP- 
5H-^a^ [d] t°7 7o [1, 5-a] tryst^ 

(29) 8- (N-ac^U-N- ( 2 - v?7 fv^T 5 / ^?vl<0 757) -2- 

(2-^f^-4-n^7x^;i/) -6, 7-v^tKP- 
15 5H-^p^ [d] k'7^P [1, 5-a] kl v^y, 

(30) 8- (4-^^7 5 7) -2-7^-3- (2-7^-4-7 
h^-t/y^^M -6, 7-^kFn-5H-^P^ [d] k'7y'P 

[i, 5-a] try v^y, 

(31) 8- -2-*fvU-3- (2-7^-4-7 h 
20 *i/y -6, 7-ykKP-5H-^P^ [d] t°y)/p [1, 

5-a] try 5^>, 

(32) 8- (N-7°p t°^-N-i^P:/P tVM^Vl/T^/) -2-7^ 
-3- (2-7^-4-7 h^v-7^n/H -6, 7-v ! tKn-5H- 

i/tw<y* [d] t*7/n [i, 5-a] t°y^>- % 

25 (33) 8- (3 ^S*3-)VT%J) -3- (2-7^-4-7 h**sy*- 

JV) -6, 7-v>t Kp- 5H-^p^ [d] t°7>/P [1, 5-a] 
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try *s;>\ 

(34) 8- [ (2R) V**/7**n>'-2-< <)V\ 
-3- (2-^;>-4-^^7i^;V) -6, 7 -i^t Ko- 5 H- , 
i/fwOtr [d] t°^yn [l, 5 -a] 
5 (35) 8- [ (2S) -1-^ 

-3- (2-7«f-^-4-^ b^v^cn-yU) -6, 7-5?kKo-5H- 
V^p^^ [d] t°^/* [1, 5 -a] t°y ^v>>\ 

(36) 8 - ^ o^y W $ / - 2 - ^ f A/- 3 - (2-^^-4-^ h 
^yy^M - 6, 7-i?fc Ko- 5H-^o^ [d] [l, 

10 5- a] t°y 

(37) 8- ( 3 — <y=f-jVT ^ J ) -2-^A—3- (2, 4-v^/M-n ; 
7x^) -6, 7-y'tKn-5H-^o^ [d] [1, ' 
5- a] fc°y S V>>\ 

(38) 8- -2-MJ7/Utn^f^-3 - (2-^ 
15 Y^^y^=-jV)-e>, 7—*JM Kn-5H-^D^[d] 

k'7^n [1, 5-a] t°y 

(39) 8- (N-^f-/^-N- (2-^b^^^/V) 7^/) -2-^/V- 
-3- (2-^^V-4-^ h^>7i^/V) -6, 7-S?t FO-5H- 
is?v<y? [d] t°7 N /o [1, 5-a] t ( y v^X 

20 (40) 8 -v-^D^drv-^TS;/- 2-^^-3- (2-^^/1^-4-^ h 
drv-7^-/W) -6, 7-i?K Kn-5H-^n^ [d] k'^D [1, 
5-a] b°y 

(41) 8- (N-^nf/l'-N- (3-^V?vV) TS/) -2-^^-3 
- (2-^f/l'-4-^ KV7i^) -6, 7 -S?fc Kn- 5H-;/7 

25 n-^* [d] t 0 7^o [1, 5-a] tfy^v^ 

(42) 8- (3-^yf-/VT^y) -2-^^7W-3- (4-* Y**S7 
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M -6, 7-i?t Ko-5H-^n^ [d] f^P [1, 5-a] 
t°y 

(43) 8- - 2— f y^P 3- (4-^b*i/ 
7i=;V) -6, 7-^tKn-5H-^D^y^ [d] t^^n [1, 

5 5-a] hry-$i?^ 

(44) 8- t - -?3-Jl<T 5: / - 2 - ^ ^JV- 3- (2-^^-4-^ h^rv^ 

-6, 7-^tKn-5H-^n^ [d] ^7/0 [l, 

5-a] try 

(45) 8- O-^fvl/TS/) -3- (2, 4, 6 - h y 7 ^VV:7 ^/V) 
10 -6, 7-i?tFn-5H-^P^ [d] t'yy'n [1, 5-a] fc° 

(46) 8- (l-f^n^fvl^^/lO T^y-2-^^-3- (2-^^ 
4 - y h*V7i=^) -6, Kp-5H-^p^ [d] 

t°7/p [i, 5-a] try 5'^^ 

15 (47) 8- (3--<yf;>7?7) -2-^^-3- (2, 3-v^^- 
4-^ b^i-yV) -6, 7-^tKP-5H-^P^ [d] tT 
7^P [1, 5-a] t°y 

(48) 8- (3-^^/^757) -2-^^-3- (2, 

4 _^ js^^j-zu) -6, 7-^kKn-5H-^P^ [d] k° 
20 [1, 5-a] b°y r^y 

(49) 8- (N- (2, 2, 2-HJ7;I/tD^f^) -N-^d7"d^ 

t^ivrxj) - 2 - > fvu- 3 - (2-^f;u-4-^ ^^y7i^) 

-6, 7-^tKo-5H-^P^y^ [d] t^/P [1, 5-a] fc° 
y §S^ N 

25 (50) 8 - (2 , 2 , 2- by 7/^noi^) T^/-2-y^-3- (2 
-7 ?vU-4 -7 l^v'?^-^) -6, Ko-5H~^P^y 
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* [d] fc^/n [1, 6 -.a] hrySS?^". 

(51) 8- (3—<^l/7 5;) -3-. (2, 6-^7 { f-^~4-^ 

y^-zl/) -6, Kn- 5H-^p^^ [d] t°7 v /n [l, 

5- a] t°y 

5 (52) 8 - -3- (4, 6 : - f J*?'A'-2-* h*is 

y^;v) -6, 7-v^tKo-5H-^P'^ [d] \??V*v [1, 
5 -a] t°y ^v 5 ^. 

(53) 8- -2-^f^-3- (2, 

4-^ h^ri/^^i/l^) -6, 7-^tKn-5H-^P^ [d] t° 
10 [1, 5-a] t°y 

(54) 8-|3T^W$y) -2-^^-3- (2, 

4-p« bdrv-7^^7^) -6, 7-S?tKn-5H-^o^ Cd] t° 

[i, 5-a] t°y v^y, 

(55) 8- tS-^^VW^^-S — f/U) 7$/-2-^f;l'-3- (2 
15 -^fA--4r^ Kdrv'^^^W -6, 7 - v>t Ko - 5 H- W u-<y 

9 [d] t'7^P [1, 5-a] 

(56) 8- -2-^^-3- (5-^nc-l, 3 

-6, 7-S?fcKP-5H-^P^ 

[d] t°7i/n [i, 5-a] try 5v>>. 

20 (57) 8 - (N-xf/l/-N-^y^7^) -2-^^/V-3- (2—^ 
f-As-A—ji Y*i/7 -6,7 -v>t Kn-5H-^ [d] 

t o 7^/p [i, 5-a] try 

(58) 8- (3 -^fvl'T 5: /) -2-^fvV-3- (2-^nn-4- h 
y7^tP^ f^7x^)-6, 7-^t FP-5H-^P^[d] 

25 [1, 5-a] t°y^v>^ 

(59) 8- (3-^>W$;) - 2-^fv^- 3 - (2-^PP-4-^ 



394 



WO 02/053565 PCT/JP01/1 ]581 

l ( 

Y*i/7*~M -6, Ko-5H-^d^ [d] 

[i, 5-'t] t°y ^y, 

(60) 8 - ' (N -y<> *?tv- N - (2-/ V $r*s^)V) T^J) - 2- ^^ 
/W-3- (2-/f;l/-4-^ h^i/7x=;k) -6, Kd-5H 

5 -v^a^l^'Cd] t'7yp [1, 5- a] k'U $i?^ N 

(61) 8- (3-^^75/) -2-^^-3- (2-^ 
5-S?p*^7*=/l') -6, 7-i/tKP-5H-^n^ [d] fc c 

7/n [i, 5-a] try ^y, 

(62) 8 - 7i=/V7^/- 2-^^-3- ( 2 TtV- 4 

10 -6, Kp-5H-^p^ [d] t°7/n [1, 5 

-a] t-y^v 5 ^ 

(63) 8- (2-^^/Uy ^~;V) 7^;-2-^f/P-3- (2-^fvV- 
4-^ -6, 7-^Kp-5H-^d^ [d] t° 

[i, 5-a] t°y v^y, 

15 (64) 8- O-^Wx^l/) T^y-2-^^-3- (2-^^- 
4->f^y7i^) -6, 7-ykKo-5H-^P^ [d] t° 
?yn [1, 5-a] t°y ^v 5 ^ 

(65) 8- (4-^^7i^) T^y- 2-^^-3- {2-^^)V- 
4-J h^7x-^) -6, 7-v>fc Kp-5H-^p^ [d] t° 

20 7^p [i, 5-a] t°y ^yy, 

(66) 8- (N-^^-^-N-^DbVl^T^y) -2-^^-3- (2- 
^f^-4-^^y7x^) -6, 7-i/tKo-5H-y^p^y^ 

[d] [1, 5-a] t°}) 

(67) 8- (N-^^^-N-^nbVl^T^y) -2-^^-3- (2- 
25 ^^-4-p< Y^yy^^/V) -6, 7-7tKn-5H-^P^ 

[d] t'^/p [1, 5-a] fcryss»\ 
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(68) 8- (N, N'S?7!)^7$y) -2-7*fvl/-3- (2-^^-4, 
h*5/7s^) -6, 7-^kKn-5H-^P^ [d] t°7 

/n [l, 5- a] fy^v 5 ^ 

(69) 8- (3-^yW5/) -2-^^-3- (2-^^-4-^ 
5 ^W^7x^) -6, 7-^tKn-5H-^n^ [d]'t' 

[1, 5 -a] t°y 

(70) 8- {l-y^-;V7u\?;VTK;) - 2-^^-3- (2-^^ 
-4-^ h^^7s=^) -6, 7-7tFo-5H-^P^ [d] 

Ci, 5- a] t°y ^y, 

10 (71) 8- (N— (2-7x^xf;P) -N-7a^7$;) -2-/^ 
)V- 3 - (2-^f/l'-4-^f^-77i^l') -6, 7-^fcKn-5H 
-i/^n-<^^ [d] [1, 5- a] trjJSS^ 

(72) 8- (N- (3-7x=;1/7b^) -N-^p t°/VT 5 J ) -'2 -> 
5VV-3- (2-^^-4-^ KV7x^) -6, 7-v ! kKP-5 

15 H-^'P'O'* [d] t°7y f P [1, 5- a] fc°y*v^ 

(73) 8- (N — (4-7x^7^/1') -N-7PtV>7^/) -2-^ 
3 - (2 -*?-j>V-4-/ Y*fis7 a^—jV) -6, 7-7tKP-5H 

-v^n^* [d] t°7^n [1, 5 -a] t°y>^ 

(74) 8- ( l-7*-;>-2-7^) 7 5 7-2-^^-3- (2-^ 
20 fv^-4-^ h^^7^^7^)-6, KP-5H-^P^[d] 

k'7y'p [l, 5 -a] try v^7, 

(75) 8- ( 1 - 7 * 3 -^S*f-)V) (2- 
;*?7l/— 4— l%dp.-s/7*=^) -6, 7-7kFo-5H-^n^ 

[d] f 7 yP [1, 5-a] t-y^v 5 ^ 
25 (76) 8- (N— -N-7ok>7^) 

;V- 3 - (2 -^^/V-4-^ h^^7*=A') -6, 7-S?tKn-5H 
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i 

-i/?w<y# .[d,] 5-a] t°y*i?y, 

(77) 8- (fr- U-*J-JV7x.=.;V) *J-)V-N~~/u\i°;V7% S) - 2 
-^f-/^-'3- ,(2-^^-4-^ h =^^7^=^) -6, 
-5H-^n^y^'[d] t°7 N /n [1, 5-a] h'Hv'y, 
5 (78) 8- CN-' (3-^f^7i^;V) -N-7°d fcVUT 5 y ) -2-^ 
71^-3- (2 b^v^cr^/V) -6, 7-^tKn-5H 

t 

-^n^^ [d,] t°7y~n [l, 5-a] fc'y^v 5 ^ 

(79) 8- (N-.(4-^ h^>7x^) ^fvl—N-T/n t?/V7 5 7) - 
2-^f;W-3- (2-^f;W-4-^ h^-i/7x^;l/) -6, 7-v^fcK 

10 n-5H-.^o^ [d] t°7^n [1, 5-a] tfy^v 5 ^ 

(80) 8-'(N- (4-^op7x-;u) ^f^-N-7ntW7$y) - 2 

3 - (2-^^-4-^ b^x^) -6, 
-5H-^,n^ [d] [1, 5-a] t'y^v^ 

(81) 8- (N- (2-^^/1/7^=7^) -N-^ntVl-T^y) 

15 3- (2-^^-4-^ Y*-yy^~/V) -6, 7-i?t Ko-5H 

-S^p^* [d] [l, 5-a] fy 

(82) 8- K /) -2-^^-3- (2-^w$; 
-4-^^/Vt°!) v^- 5 — f/W) -6, 7-^tKn-5H-i/^n^ 
* [d] t°7^n [l, 5-a] t'P 

20 (83) 8- ( (2 S) h*is-3-y^=-^-2-yvh°;U) 75 7 

-2-^/1^-3- (2-^f^-4-^KJ/7i^) -6, 7-v>t 
Kn-5H-^n^y^ [d] t°7^/a [1, 5-a] trjJSS^ 

(84) 8- (N- (4-^^f-^-7 3i^W ^f;V-N-7 , oW^ /) 
-2-^f^-3- (2-^^-4-^ f^v'7^=/V) -6, 

25 Kn-5H-^o^ [d] t°yy?v [1, 5-a] 

(85) 8- (N, N-^'W^/) -2-^^-3- (2-^^/W-4 
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h -6, 7-5?tKP-5H-'^o^ [d] fc 9 ? 
[1, 5- a] h°y Sv>>\ 

(86) 8- (N-^f^-N-^W5 -2-^^-3- (2-^ 
^-4-^^7x=;k) -6, 7-^tKn-5H-^D^ [d] 

5 tT^^n [1, 5 -a] fc°y 

(87) 8- (N- (4-^^/V73i=/U) ^ N — ~f^)VT % J ) - 2 - 
^^-3- (2-y^vl/-4-/< h^^7i^) -6, 
5H-^D^ [d] [1, 5- a] try 

(88) 8- (N- (4-/^/K7oi~/U) y^-N- (2-^ h^^^i^) 
10 75/0 -2-/^-3- (2-/^-4-/ h^7ai=/V) -6, 

7-^tKn-5H-^n^ [d] t°7yp [1, 5- a] fcTJJSS* 

(89) 8- (N-^P/PkV^N- (4-^^7i^) ^W5 7) 
-2-^^-3- (2-^5vV-4-/ h^i/^3i=/V) -6, 7-5*1: 

15 Kp-5H-^p^ [d] \?7y*u [1, 5- a] t°D 

(90) 8- (N-v/^P/Pt'/Mf/W-N- (4-^f;I/7x^/H / fyl' 
757) -2-/fvV-3- (2 -/<?vW-4 -/ Y^isy^—fr) -6, 
7-v i kKP-5H-v'^^ [d] t°^y'D [1, 5- a] t'^^i? 

20 (91) 8- (N, N-^P^7^7) - 2-/^-3- (2-^^- 
4-n^77i^l/) -6, 7-t?kKn-5H-i/^n^ [d] t° 
7 7'p [1, 5 -a] t°!) 5v^> 

(92) 8- (N- (4-^Wx=^) *fyV-N- (2-^^/1^) 7$ 
/) -2-^^-3- (2-/5vl^-4-/ h^ri/7x^) -6, 7- 

25 i?th'D-5H-^P^ [d] t°7 N /n [l, 5- a] fc'D^v^ 

(93) 8- (N-7°DkVW-N- (2-:/f--/k) 7 5/) -2-/^-3 
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- Y**/? -6, 7-i?tKo-5H-^' 

P^>-^ [d] M'yVu [1, 5-a] lf]J 

(94) 8- -2-;*?vV-3- (2-^fvV-4-p< h' 
^5/7*=^) - 6, 7-v>t Kn- 5H-^n^ [d] tr?/n [1, 

5 5-a] try 

(95) 8- (N-v^^D^O^U-N- (4-^f;l/7x-;V) ^f/l/7U) 
-2-^^-3- (2-^f^-4-^^>7i=;V) -6, 7-v?t 
Fn-5H-^D^ [d] fy^n [1, 5-a] t'y^v^ 

(96) 8- (N-v^n^nfcT/l^fvW-N- (4-^Wi7i=;V) ^ 
10 W^;) -2-^^-3- (2-^f;W4-^b^i^) - 

6, 7-i?tKn-5H-^n^ [d] fc 0 7y*P [l, 5-a] t° D 

(97) 8- (N- (4-7/^n7i^) ^ ^A—N-:7*p fcWT 5; J ) - 
2-^^-3- (2-^^-4-^ Y*l/y -6, 7-v^fcK 

15 n-5H-^n^ [d] t'^y'P [1, 5-a] t'JJv^ 

(98) 8- (N-^o7f;v-N- (4 - t*3-jvy a^~jv) ^W^/) 
-2-^^- 3 - {l-t^fr- A- * Y*-yy ^^-JV) -6, 7— 5?t 
Kn-5H-^P^ [d] [1, 5-a] t'y^v^ 

(99) 8- (N-^^-N- {A-tJ-jVy^^jV) / J-jlsT\J) -2- 
20 ^f-^-3- (2-^^-4-^ F^r^xx^) -6, 

5H-^n^ [d] [1, 5-a] k"H^ 

(100) 8- (N-^PtV^-N- (4-MJ7/ktD^^7i-/l') ^ 
/KT^y) -2-^^-3- (2-7^A—4-^ h*iS7^=-M -6, 
7-i^tKn-5H-^P^ [d] t'^y'p [1, 5-a] t°y^v> 

25 

(101) 8- (N-7°PtVW-N- (fh7tKQ77y-2-^^) 
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i 

T^J) -2-^^-3- (2-^^^4-7« f*V7aS >V) -6, 
7-^k'K,gr5H-y^n^ [d] k'7/n'Cl, 5-a] try ^ 

i 

(102) 8- (N-.y^/V-N- (2-/ b^i^^yl/) 7^ /) -2-*^ 
5 (2-/3^-4- / h^y-y^/y) -6, 7-i?fcKP-5H 

-^o^^'Ld] fc"7/n [1, 5 -a] t'VSPy, 

(103) 8- (N-yn tVU-N-v-^D^ntVPT^y) -2-^^-3 
- (2-^^/V-4-^ b*is7 -6, 7-S?tKn-5H-^ 

d-<^^ [d] t'7)/p [i, 5- a] fc'y^v^ 

10 (104) 8- (N-^n^/M^-N- b^is^A') 75/0 

-Z-tf-jV— 3- (2-^f^-4-^f^7i=/V) -6, 7-v>t 
Kd-5H-^o^ [d] t°7^a [1, 5-a] v^y s 

(105) 8- (4 r ^7*W5y) -2-^^-3- (2-^ dp-4- 
h^v-7ct=/^) -6, 7-v?tKn-5H-^n^ [d] ^7^ 

15 p [i, 5-a] ■try 

(106) 8- (N-^P^PfcVV^/l'-N- (2-^y/H 75;/) - 
2-/^-3- (2-^f/U-4-^ f^^x^) -6, 7-v^tK 
P-5H-^n^ [d] t°7^P [1, 5-a] fy^y. 

(107) 8- (N- (2-/ J^i^^vV) — N— T^y) 
20 -2-/^^-3- (2-^f/U-4-^ h^'77i=^) -6, 7~v>t 

Kd-5H-^d^ [d] t'yyp [1, 5-a] k'^r^y, 

(108) 8- (2-y^-y^T^/) -2-/^-3- (2-^f-^- 4- 
^ h^i/7x^/V) -6, 7-^tFn-5H-^n^ [d] t°?y* 

p [i, 5-a] try 

25 (109) 8 - (N-^P/nW^-N- (4-^Wx-/U) / f" 
7VT5/) -2-/^-3- (2-* ^-4 -7* h^i/7*^;V) -6, 
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Kd-BH-^d^ [d] t°7 [l, 5 -a] fc°JUi? 

(110) 8- (N-^PtVl— N- (4-MJ7^tP^f;^^i7i=;l/) 
^ -2-^^-3- (2-^^-4-^ h^ri/7^^/W 

5 -6, 7-i>k^P-5H-^n^^ [d] t°7y'P [1, 5- a] fc° 

y $ ^ ■ • 

(111) 8— (N- -N-^nT'nWW^) - 
2-^^-3- [2-? P d-4 Y*i/7=t^-/V) -6, 
D-5H-i/fn^ [d] t°7>/D [l, 5- a] t°y^i>^ 

10 (112) 8- (N— 7°nt 0 A—N- (3-^Wx=/I/) y W^y) - 
2-7*^-3- (2-^^-4-^ Y*r^y^~;v) -6, 7 — K 
b-5H-^o^ [d] fc'7y*P [1, 5 -a] fy^v^ 

(113) 8- (N-^ntVP-N- ( 2 -^/l^^/V) yW?y) - 
2-^^-3- (2-^f^-4-^ h*V7x^) -6, 7-v?kK 

15 o-5H-^n^ [d] [l, 5-a] t'U^v 5 ^ 

(114) 8- (3-^yW57) -2-^^/U-3- (2 on -4 - 
xf^-77x-^) -6, 7-^tKn-5H-^D^ [d] fyy* 
a [1, 5-a] flJ^v^ 

(115) 8- (N-^fv^-N-^v7P7 ^ y ) -2-^^-/1—3- (2- 
20 ^^/W-4-^ h^5/7ai=/>) - 6, 7-S?fcKo-5H-^n^ 

[d] t°9^n [i, 5-a] try 5$?^ 

(116) 8- (N-^f-^-N- (3-^^^) 7 5 /) - 2-^f"^- 3 

- (2-^ TVU-4-p* h*i/7i=^) -6, 7-^tKn-5H-^ 
n^^* [d] t 0 7/D [1, 5-a] t o y^i/>\ 

25 (117) 8- (N-*?7l'-N- (4-^7°^) 7^/) -2-7*fvV-3 

- (2-^^-4-^^>7x^V) -6, 7-v^fc Ko-5H-^ 
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[d] t"7^o [1, 5- a] tflKv 5 ^ 
(118) 8- (N-^ p^-N-/p tVVT^ J) 
^-t^/V-A-t Y**y?^~;V) -6, 7 -v>fc Kp - 5 H- *st p , 
[d] t°7 N /P [1, 5- a ] k'y^v 5 ^ 
5 (119) 8- (N-^y^/V-N- (2-^^^75:7^^) T$/) 
-2-^^-3- (2-/-5vP-4-y h^v'^-A') -6, 7— 
Kd-5H-^d^ [d] t°yy'p [1, 5 -a] try 55?^ 2 

(120) 8- (N-^PtVl^-N- (4-7^o73i^yu) /W^y) 
-2-^^-3- (2-^pp-4-^K^7i^) -6, 7-v>t 

10 Kd-5H-^d^ [d] k°7^n [1, 5-a] k'y^v^ 

(121) 8- (N-^cyoWf^-N- (4-7^tP7x=;l/) / 

fviyr^y) - 2 -y ^vu- 3 - (2-^PP-4-n^7x^/u) - 

6, 7-^tKP-5H-^P^ [d] f7/P [1, 5-a] t° y 

✓ ✓ > 

15 (122) 8- (3-^yf;P7$/) - 2 -y fvl— 3 - (3-^pp-5- 
hy y/u^rvi^^/Uh B ]) i?y-2-4 fr) -6, 7 -v^fc Kn - 5 H-v^ 
P-<^ [d] t°7 % /P [1, 5-a] tfJ?$^ N 2 

(123) 8- (N-7*f;V-N-/PW^) - 2 -y fvU- 3 - (2- 
^f;v-4-^^7i=;i') -6, 7-i?tKP-5H-^P^y^ 

20 [d] t°7^P [1, 5-a] k'!)^7y 

(124) 8- (N-v-y P7°P tT/U-N- (4-7/VtP7i^) 

^ /) -2-y^-3- (2-ypp-4-y k^x-^) -6, 7 

-^tKn-5H-^P^ [d] t'7^P [1, 5-a] fcTy$S?>\ 

(125) 8- (N--7°n tVU-N- (2-7;^P7s=yV) ^ ^7 ^ / ) 
25 - 2 -y ^vV- 3 - (2-^^-4-^ f^V7i^) -6, 7— S^t 

Kp-5h-^p^ [d] t"r/p [l, 5-a] try^s;^ 
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(126) 8- (N-^DtW-N- (3-7;^D7x^/V) ' 
-2-^^-3- (2-^TJl—4-* b*^-7x.~M -6, 7'— 
Kd-5H-^p^^ [d] k'^'P [1, 5- a] f V ^ v 5 ^, 

(127) 8 - v^v-^ n 7"n f ^ / - 2 - ^ f ^- 3 - 

5 -4-^ h^^7x=;W) -6, 7 —*JM Kn- 5 H-V^ [d] 
tT7^n [1, 5- a] t°y 5 

(128) 8- (N-7*f;V-N-7°n fcVUT * y ) -2-^^vV-3- (2- 
^ np _ 4 _^ ^^j-^) -6, 7-v?tKn-5H-^n^ 

[d] f^/n [l, 5 -a] t'JJS^ 
10 (129) 8- (N-i/f P7 , P tV^^/U-N-7°P tVl^T 5 /) -2-^^ 
A— 3- (2-700-4-^ h^^/7i^) -6, 7-^fcKB-5H 
-v^P^y* [d] t'y/n [1, 5 -a] trjj$i?^ % 

1 

(130) 8- (N- (2— -N-7°P fcVKT 5 

3- (2-7dd-4-^ h^7i=;W) -6, 7 -v^t Kn- 5 H-v- 
15 ^n^* [d] t°7^n [1, 5- a] t°n^ 

(131) 8- (N-r/fvW-N- h^-fx-f-M T^J) 
/u-3- (2-^no-4-^F^7i^) -6, 7-i^kKn-5H 
-V^O^y* [d] t°7/o [1, 5-a] t^;^ 

(132) 8- (N-^P7 p nWf/l'-N- (4-7^to7i^) ^ 
20 -2-^^-3- (2-^f;l'-4-^f^v'7i^) - 

6, 7-v>t Kn-5H— ^P^i'* [d] t'^/o [l, 5-a] t°JJ 

(133) 8- (3-^/^7 5 7) -2-^^-3- (3, 

t°y v^-2 — (JV) -6, 7-v?tKn-5H-^n^ [d] fc?7 

25 yo [i, 5-a] try 

(134) 8- (N-^f;l/-N-xW$y) -2-^^/1^-3- (2-^ 
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b$-is7^~/U)-6, 7-S?.fc Kn-5H-^o^[d] 
\fy y p l,i , 5 -a] t° y 5: v 5 ^ 

(135) 8- (N-^'nT'n tV^^/V-N- (4 - h ]) 7)Viru } =5-)V7 
^^;V) **f-)VT%J) -2-^^-3- (2-7^-4-^ 

5 cx -6, Kn- 5H-v-y xi^y$ [d] t°7 N /o [1, 5 

-a] trys^x 

(136) 8- (N— <^v^-N- (2-v ? ^9 L /VT^yni^) 7^7) - 
2-^^-3- (2-^^-4-^ h^v^o^/U) -6, 7— S?fc K 
p-5H-^p^ [d] k^y'n [l, 5-a] fp^v^ 2 

10 (137) 8- (N-^VvvV-N- (2 -v^'^7^ 7^fvl^) 7^7) - 
2-^^-3- (2-^on-4-^ h^->7x=^) -6, 7-v*fcK 
p-5H-^DXy^ [d] h'yya [l, 5-a] t'H^ 2 

(138) 8- (N- (2-7^^/1^) -N-xf;k75y) - 2-^fvV- 3 

- (2 -^^/l^-4-^ h^v-y^-^) -6, Kn-5H--/^ 
15 P^>-* [d] f 7^0 [1, 5-a] t'y^v 5 ^ 

(139) 8- (N- (2-7^-/1^) -N-^f-7^7 ^ 7 ) -2-?^/^- 3 

- (2-^D-4-^^7i=/V) -6, 7-^tK0-5H-^ 

[d] h°7i/D [1, 5-a] 

(140) 8- (N, N-v>7°p tVl/7 $ /) -2-^^-3- (2-^pp 
20 -4-7 b3^>:7^~/V) -6, Kn-5H-^D^ [d] 

[1, 5-a] t°y 

(141) 8- (N-7p tVl'-N- (4-^7/71^) y^vKT^/) - 
2 -7 fvU- 3 - (2-^f^-4-n^7x^) -6, 7-v f tK 
0-5H-7^d^ [d] k°7y'n [l, 5-a] tfy^v 5 ^, 

25 (142) 8 - (N-7°P fcVl'— N — (3-7^D7x^/V) ^f/k7^7) 
. -2-^fvU-3- (2-^PD-4-^af^7i^) -6, 7-^fc 
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Kn-5H-^n^ [d] fy^o [l, 5 -a] t'D^X 
(143) 8 -i^/nfcVl-T^y- 2-^^-3- (2, 5-^dd7i^ 
)V) -6, 7-v?tKD-5H-^P^ [d] t°7>/n [l, 5-a]' 

5 (144) 8-i>7°nt°/WT5y-2-^^-3- (2, 4-^nn7i^ 
;W) -6, 7-i?kKn-5H-^o^y^ [d] fy^P [l, 5-a] 
t'P 

(145) 8-^Dk°^75;-2-^^-3- (4-^^7^-/1/) - 
6, 7-^tKn-5H-^D^ [d] t 0 7^n [1, 5-a] t°y 

10 SS?^ 

(146) 8-^uH'/UT K y - 3- {Z-y^-jVy - 
6, 7-v>t Kc2-5H-v^^ n-<^ [d] t°^^D [1, 5-a] t° U 

(147) 8--^nt°/^T$y-2-^^-3- (2-;*^vH7^^) - 
15 6, 7-^tFn-5H-^n^ [d] t°^n [l, 5-a] t°]J 

(148) 8- (N-^Dtvu- n- (^^/ [d] i, a-^y^^-s 

-JlV) 5 -2-^^-3- (2 h*i/7 

ol-;V) -6, 7-v i tKP-5H-^P^ [d] t°7^n [1, 5 
20 -a] try ^v>>\ 

(149) 8- (N — ~fti tVU-— N — H^/ [d] 1, 3-^77^-5 
-f/l') ^^7^7) -2-^^/1—3- (2-^pp-4-^^>7 
^-/P) -6, 7-v>t Kp-5H-'>7p^ [d] fy/P [l, 5 

-a] t°y 

25 (150) 8 - (3 -^^^7 5;/) -2-^^-3- (2-^f;V7i = 
/U) -6, Z-v'kKP-SH-^P^ [d] t 0 7/n [1, 5-a] 
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t°y^v^ N ; ,■ 

(151) 8, -^(3 -Xy^/UTK/) -2-v^^/V-'3- (3-/?-/]s7^~ 
M -6, 7-^kKn-5H-^o^ [d] [l, 5-a] 

try 5 5?'^ 

5 (152) 8- (37^W$y) -2-^^-3- (4-^f^7i = 
^) ^-6, 7-^tKn-5H-^n^ [d] fyy'n [l, 5-a] 

"(153) 8- (3-'^yf/l/7^/) -2-^^-3- (2 - / ^jV=f-^-- 
Y^r-yy^^V) -6, 7-i>'tKc-5H-^D^ [d] t: 0 

io 7 % /p [i, 5-a] t°y 

(154) 8- (N-^^iM'-N-i/^ p^p tVM5v^7? y) -2.— ^f- 
^- 3 - (2-^^-4-^ h^v-^-yV) -6, 7-^kKD-5H 
-v^n^O^ [d] fc°^/n [l, 5-a] fc'y^v 5 ^ 

(155) 8 - (N-^^v^-N--^ a/n \?;V^J-;VT % / ) -2-^^ 
15 /I/-3- (2-^nn-4-^ b^iX7ai-/k) -6, 7-v ; kFP-5H 

-S^n^* [d] fc°7^P [1, 5-a] t°y%i>y, 

(156) 8- (N-T^VV-N- {2-y^=-;V) T^/) -2-^/^-3 
- (2~^f-/u- 4-?( Y**yy^=-/v) -6, Kp-5H-^ 
v^y? [d] t'^/o [1, 5-a] t°y^v>^ 

20 (157) 8- (3 — <yJ-JVT^J) -2-^^-3- (2-^^-4- 
7;^P7x=;k) -6, 7-v?t Ka-SH-^DXy^ [d] fy:/ 
P [1, 5-a] K°y*i?y^ 

(158) 8- (3-^yW$y) -2-^^-3- (2, 5 -v^ u n 
:7^~/l/) -6, 7-i>tKn-5H-^n^ [d] f^/n [l, 

25 5-a] h°y $ v>>\ 

(159) 8- (3-^^A-T?/) -2-^^-3- (2, 4-^^h^r 
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iX7 1^) ■ - 6 , , 7 Kn - 5 H - n^y ^ [d] 1^7/0 [1, 
5-a]"t°^$i>^ s 

(160) 8- 1 (3-^^75;) -2-7*^-3- (2-7/^n-4 
-t'fjvy — 6, 7-^tKn-5H-^D^ [d] t°yy* 

5 p [1, ' 5-aI t°y SS^y s 

(161) 8- (N-:/^vW-N- (2-y*^~/U) 7^7) -2-^^-3 
- (2-'^ n n-4-y b^-yy^-yu) -6, 7 - *? t Kn - 5 H-i/# 
u^y^ Idl t e yr/u [1, 5 -a] t°V *i?y s 

(162) 8- (3-y^/V- 2-^/W7$ 7) -2-^^-3- (2-y 
10 ^-4-y h^r^7^^^)-6, 7-i>t KP-5H-^n^^[d] 

t°7yD (1, 5— a] fU^v^V, 

(163) 8- (1 -V^ n-^drV/V^^T^y) -2-^^-3- (2- 
^f^-4-/f^7x^) -6, 7-v>fc Ko- 5H-^ n^iy^ 

[d] tfyVn [1, 5- a] t^v^V, 
15 (164) 8- ( 2 -^y^vl/T ^ 7) - 2—* s ?jV— 3 - (2-y^-4- 
y h*Zs~7aL^;V) -6, 7-^kKn-5H-^P^y^ [d] fyy* 
n [1, 5- a .] t°y ^ yy N 

(165) 8- (2— ^T'^T^y) -2-^f;U-3- (2-y fvV-4- 
y b^rv-y^^) -6, 7-v^t Kn-5H-y^P^y^ [d] t'y^ 

20 a [1, 5 -a] 

(166) 8- (1 -y h^:X-2-7 P n tVl^T^y) -2-y?vU— 3- (2 
-^^-4-^ h^y7x^/P) -6, 7-v 5 fc Kp-5H-^ 

* [d] fc°yy*p [1, 5- a] t o y:>-yy N 

(167) 8- (2-^-^^T^y) - 2 - y?vU- 3 - (2-^^-4- 
25 ^^->7x^) -6, 7-ytKn-5H-y^n^y^ [d] t°9 y* 

n [1, 5 -a] t°y ^-^y. 
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(168) 8- (1, 2, 3, 4-fb7tKot7^V'y-l-^;V) 7 ^ / 

Kn-5H-^n^ [d] hf^/n [1, 5-a] Z'V 5i?y N 

(169) 8- ((IS, 2S, 3S, 5R)-2, 6, 6 - MM ?vHf 

5 n [3. 1. 1] 7^;-2-^f^-3- (2-^f-/^ 

-4-^ h^v^^/U) -6, 7-S?fc Ko-5H-^p^ [d] 
f7y'D [1, 5-a] t°y ^v 5 ^ 

(170) 8- (3--<yW5 7) -2-^/V-3- (2-^^-4- 
^P07i^) -6, 7-v^tKn-5H-^P^ [d] f^/n 

10 [1, 5-a] t°V 

(171) 8- (3— <yf;U7 5y) - 2 3 - (2, 5-v^hdr 
i/7^^/W) -6, 7 -S?t Ko- 5H-v^ p^^ [d] t°7^C2 [l, 
5-a] ^ v>V, 

(172) 8- - 2 -p^/V- 3 - (2-^h^rv-7^ 
15 ~;k) -6, 7-v^tKn-5H-^P^ [d] [l, 5- 

a] fc'JJ 

(173) 8- (N-^/l^-N- (4-tKn^>7Y^) T^y) -2-^ 
^-3- (2-^^-4-^ y^'yy zx.=^)V) -6, 7-v>fcKP-5 
H-i/^n-<^^ [d] h'yyu [l, 5-a] k°Uv^ 

20 (174) 8 - -2-^f-^-3- ( 2 h ^v"- 5 

-4 yzfu\?;vy -6, 7 -v>fc Kn - 5 H-v^ n^y* [d] 

t'yyn [l, 5-a] t°P 

(175) 8- -2-^^-3- (2-^h^v^-5 
-yjvirny su—fr) -6, Kn-5H-^n^y^ [d] t°7 

25 [1, 5-a] t°J) 

(176) 8- (N-y^/l^-N- (4-7^P7x-;k) ^/V-T^y) - 
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2-^^-3- (2-^dd-5-^^7x^) -6, 
a-5H-^?v<y? [d] \?7V*u [1, 5-a] t°!J 

(177) 8- (3-^yf;U7^/) -2-^f-/V-3- ( 2 -/> h^V- 5 ' 
-fuuyzL-ju) -6, 7-^kKD-5H-^o^y^ [d], fyy* 

5 n [1, 5-a] t°U 5 v>>\ 

(178) 8- (N-^oya Wf;v-N- (4-M;7/^n^^7 
^-/U) ^f^T^y) -2-y^/U-3- (2-^ PP-5-y 
^~/l/> -6, 7-i/t Ko-5H-v'^D^y^ [d] [1, 5 
-a] t°])^i?> s 

10 (179) 8- (3-^y^^7^ /) -2-^.^-3- (2-^^-4- 
^7/7i^) -6, 7-^tKn-5H-^n^y^ [d] fc c yy*n 
[1, 5-a] t°y 

(180) 8- (N-^DtVU-N- (2-yb^r^^) T^7) ~2~/ 

(2-^nn-5-^ b^^7i^) -6, 7-^fcKn-5 
15 H-^o^ [d] h 0 7^P [1, 5-a] t'lJ^v^ 

(181) 8- (N-^fvl— N- (4-p<5 L /V'f-^-7ai=/V) ^W^;) 
- 2-^ ^/U- 3 - (2-^D0-4-n^>7x^) -6, 7— 5?fc 

Kp-5h-^p^ [d] [i, 5-a] try*i?^ 

(182) 8- (3-^W5y) - 3 - (4-^f;W7 
20 at=. -6, 7-5?tKo-5H-^D^ [d] [1, 5 

-a] t°U 5v?y 

(183) 8- '(3-^f^75y) - 2 - fvl'- 3 - (4-^f/V7^ 
/7x=;l/) -6, 7-$?kKn-5H-^P^ [d] fc°7Vn [l, 
5-a] t°!) ^i?y, 

25 (184) 8- (3-^fyKT$y) - 2 - * ^vW- 3 - (2-*nn-4- 

^Wt7x^) -6, 7-ytKD-5H-yyp^ [d] 
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i 

y'n [i, 5-,a] ey 5f^> 

(185) 8-^(N- (2-.* y**sx-*f-;V) -N-.(>2-7*3-^) T^J) 
-2-^^-3- (2-^ on- 4-^ f=3rv-7i.^/W) -6, 7-S?fc 
Kn-5H-^n^ [d] t°7 N /n [ 1 > 5-a] t'Dv^ 
5 (186) 8- (N^^ntW-N- (5-^^77^-2-^^) J-f'/VT 
5/)' - 2-Af^-3- (2-^PP-4 7 n^7i^) -6, 7 
-^tF,a-5H-^P^ [d] t 0 7y*P [1, 5-a] t°y 

(187) 8- '(N-^y^lz-N-^^ d/p W 5 y) -2-^^-3 

io [d] t°7y*P [i, 5-a] fy'sv^ 

(188) 8- . (N-v'^n^nfcVWrf^vl'-N- ( 2 \ df-v-cfvlO 7$ 
/) -2-/ 3 - (2-yno-4-^ ^v^rt^/V) -6, 7- 
^Fp-5H 7 ^d^ [d] \?y-Ju [1, 5-a] t°y^v>>\ 

(189) 8- (3-^^^/VT^/) -2-^^-3- (2-^ao-4- 
15 ~?v^:7 3u~)V) -6, 7-^tKn-5H-^n^ [d] k'^/P 

[1, 5-a] t°y 

(190) 8- (3-^y^/UT% /) -2-^f-/V-3- (2, 

-4-^ h^i/y^^7k) -6, 7-^kFP-5H-^P^ [d] 

fyy^D [i, 5-a] t°y 

20 (191) 8-i?7* t f-j\'T$ y-2-p*f7V- 3- (2-^nn-4-^ h^rv- 
7^^^) -6, 7-^tKn-5H-^P^ [d] fyi/n [1, 
5 - a ] t° y 5: v?> s 

(192) 8 -If* T^y-2-^^-3- (2-^ 
nn-4-^ Y^yy^^) -6, 7~i?t Ko-5H-^P^^[d] 

25 fy/P [1, 5-a] t'P^v 5 ^ 

(193) 8- (N-^fvV— N-v^P7°n W f;U7$ 7) 



410 



WO 02/053565 PCT/JPO 1/1 1581 

i_ 
i 

-3- (2-fao-4-^ h^i/y^=-/U) -6, 7-5?tKo-5H- 
v-^P^y^ ! [d] t°7 x /n [l, 5-a] t°ys^>\ 

(194) 8 - (N-v-^ n7°a tV^-N- (4 -i/-T S 7 /^/U7K 
y) -2-y^/V-3- (2-^do-4-A^>7j^) -6, 7- 

5 v^kFn-5H-^o^ [d] fc°^/n [1, 5-a] fc°y$v^ 

i 

(195) 8- (N-V^DypWf^-N- (4-^Ty7x-;l/) 
^T^y) -2-y^7W-3- (2-^oa-4-y R^7*5^) -6, 
7-^kFn-5H-^D^ [d] tf5/tJ U, 5-a] fc'U^v 5 

^ •• 
10 (196) 8- (N-^-N-^d^p tVMfvl'T^ /) -2-^^ 
-3- (2 — h*is'7x.—M -6, 7-5?kKn-'5H- 
v^p^* [d] [l, 5-a] fc'U^i^ 

(197) 8- (3-^^^T^y) -2-^^-3- (2-^pp-4- 
3i b^^/^;V7i^P) -6, 7-v^t Kn-5H-^n^[d] 

15 K'yy'u [1, 5-a] tTJJSS?^ 

(198) 8- (N-^n tVW-N- (2-7;^P7i=;k) ^W^7) 
-2-^^-3- (2-^tfu-4-7< Y^r-y? -6, 7— 5?fc 
Fp-5H-^p^ [d] k°7^/n [1, 5-a] fy^v^ 

(199) 8- (N-7*D tVW-N- (5->f-W7xy- 2— f^) 

20 y^T5;y) - 3 - (2-^on-4-y h^->7^^/l^) -6, 

7-^kKP-5H-^n^ [d] fc°7 x /n [1, 5-a] t?!)5 5? 
>\ 

(200) 8- (N-7°p tVU-N- (ft7iy-3-^f/V) tJ-AsTK/) 
-2-^^-3- (2-^nn-4-^ F^r^7x=;l/) -6, 7-v?fc 

25 Kn-5H-^n^ [d] t°7/P [1, 5-a] tfJJ5$?>\ 

(201) 8- (N-3LfvV-N-7°P tVl^T 5 /) -2-* 77^-3- (2- 
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^pp-4-n^7i^;V) -6, 7-S?kKB-5H-^n^ 
[d] M'yVu [l, 5- a] t°y^v^ 

(202) 8- - 2 - ^fvU- 3 - (2-^nn-4- 
j^W^-OV^s/iO -6, 7-i?kKn-5H-^n^ [d] t° 

5 ^y c n [1, 5 -a] t°y 

(203) 8- (3-^^7 5^) -2-^^-3- (2-^nn-4- 
(N-^^/W^yW^^/V) 37^:^) -6, 7-5?tKP-5H-^D 

[d] t°7^o [1, 5 -a] t'y^v 5 ^ 

(204) 8- -2-^^7V-3- (2-^PP-4- 
10 (N, N-i^fvl^/W^^/k) :7^~/U) -6, 7-S?tKn-5H- 

i/tv^s? [d] t^/n [l, 5- a] 

(205) 8- (N-^/V-N- (4-7;^n7i^) t^J^T^J) — 

(2-^PB-4-^ h^fi/7a=A') -6, 7~i?kK 
n-5H-^n^ [d] f^/n [l, 5- a] t°yS:^>\ 
15 (206) 8- (3 -^y^7VT$ 7) -2-^^-3- (2-^dp-4, 
i/7i=;>) -6, 7-v?kKn-5H-^o^ [d] 

t'7^o [i, 5 -a] try 

(207) 8- (3-^^^/VT^/) -2-^^-3- (2-^nn-4- 
7^7 71-^) -6, 7-^tFn-5H-^n^ [d] t°y/p 

20 [i, 5- a] t°y ^y, 

(208) 8- (3-^yf^7^/) -2-^^A— 3- (2-?on-4- 
^W5;7s^) -6, 7-^tKP-5H-^P^ [d] fc° 

7/p [i, 5-a] try 5^ 

(209) 8- (3-^^^/VTS:/) -2-^^-3- ( 2 — 4 
25 l^v^^/V) -6, 7-^t Kn-5H-v'^n^^ [d] t°7 

J/B [1, 5-a] t°y^v^. 
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(210) 8- (3— <^J-/ls7* y) -2-^^-3- (2-V-7/-4- 

* YSri/yk^jv) -6, t-^N-sh-^d^ [d] yfyy" 

n [1, 5— a] t°U 5:v>^ 

(211) 8- (3— <^;VT^y) - 3 - (2 -^^-4 - 
5 J* Y*i/7 s-~;V) -6, 7 Kd - 5H-^ n-^V^ [d] t°7^ 

i 

n [1, 5- a] t°'J 

(212) 8- (4-^/W5;) -3- (2-^nn-4-^ h= a riX7^ 
-/l/> -6, 7-v?kKo-5H-^D^ [d] fc°7y*n [l, 5- 

a] t-y^v^ 

10 (213) 8- (N, N-^ntVl^T^/) -3- (2-^on-4-^h^r 
v-7^^/U) -6, 7-^Fb-5H-^d^ [d] t°?Vn [1, 
5- a] t°y $ >?^ N 

(214) 8- ^3 -^^^/^^/) - 2-**f-/V- 3 - (2-^ h^^^ 

4- ye^yy -6, Kn- 5H-^n^ 

15 [d] t°r/P [1, 5- a] t?y*^ N 

(215) 8- (N-^n/ntf;l/-N- ( 2 - 7 *f-)VT 
%J) - 2-*^>V- 3 - (2-^od-4-^^7^;v) -6, 7 
-v?tKn-5H-^D^ [d] fy^n [l, 5-a] b?y?v^ N 

(216) 8- (N-^nynWf^-N- (2-7/^571^) ^ 
20 5v^T$/) - 2 -^^vl— 3 - (2-^dd-4-^ h^v-71^) - 

6, 7-v>fc KC2-5H-^^D-^^^ [d] fc'^y'p [1, 5-a] t°y 

(217) 8- (N-V7 D7 t P tVMfvW-N-yu tVWT ^ /) -3- (2 
-^0-4-^^7^) -6, 7-v ? fc KO-5H-V-7 

25 [d] fc°7i/n [1, 5-a] fy^v^ 

(218) 8- (N-T'ntW-N- (4 fvt^ rc^/W) p^/l/T^y) - 
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3- {2-? op~4-^ Y^yy^-tV) -6, 7 - v>t Kn - 5 H-V 
[d] t^^P [1, 5- a] ¥V%V'l' s 

(219) 8- (N -^y v'/V-N- n / n tVl'^ W ^ 7 ) -3- (2, 
-^0-4-^^7^^) -6, T-v'tKD-SH-^D^y 

5 ^ [d] fc'yy'p [1, 5 -a] k'n^y 

(220) 8 - (N-v-^ o^d t:VV^f-/y- N~ (4 - 7 ^^/P) /• f- 
JV7%;) - 3- (2-^pp-4-^ h^i/7^-/l-) -6, K 
D-5H-^n^ [d] fc°9:/P [1, 5- a] t°!l 

(221) 8- (N-yakV^-N- (4-7;^P7x-;l/) 

10 -3- (2-^pp-4-^^>7i^) -6, 7-^tKP-5H- 
v^pXL^ [d] t°7/P [1, 5 -a] fc°y v^X 

(222) d>-\?Zs?X2-7u\?;Vj.^-;V7^J-d>- ( 2 -y p p - 4 - 7 h ' 
i/^^/b) -6, 7 -S?fc Kp-5H-^p^ [d] t'7^P [l, 

5 -a] k°y 5v>^ 

15 (223) 8 - (N->^ p^p tW-N- (4-7^^7^^^) /• J-JVT 5 
7) -3- (2-^pp-4-^ h^^7x^) -6, 7-v ? fc'KP-5 
H-v-^p-O-^ [d] t°7y"P [1, 5- a] t°!) v^X 

(224) 8 - (N-iyy n7"n tVl^^A— N- (4- M) 7/^p^W 

^^yv) y^vtyr^/) -3- (2-ypp-4-y h^^n/v) -6, 

20 7-^tKP-5H-^n^ [d] [l, 5 -a] fc° ]} * *? 

(225) 8- (3 -^^/^7-57) -3- ( 2 - y P p - 4 -7 h ^r^7 * 
=^) -6, 7-^tKP-5H-^D^ [d] t°7/n [1, 5- 
a] t°U ^y 

25 (226) 8- (N-->y P7°P tVvy^/l—N- (4-7;VtP7x^) 7 
W^;) -3- (2-^Pn-4-n^77x^V) -6, 7 
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Ko-5H-^D^ [d] t s 7 % /a [1, 5 -a] t°y 
(227) 8 - (3 -^yf/^7^y) - 2 3 - (2- (1-^^ 

-l-kKn^xf;l/) -4-> x.—tV) -6, 

5H-^P^ [d] t°7^n [1, 5-a] t'Uv^ , 
5 (228) 8 - (N-/B fcVU-N- (4- b U 7^o^f/V^V7x^) 
^W^y) -2-^^-3- (2-^nn-4-^^7*^) 
-6, 7-v?tFP-5H-^n^ [d] Vy^/n [1, 5-a] fc° 
y S v>>\ 

(229) 8 - (3 -^-y/VTx /) -2-^^-3-,(2-^no-4- 
10 ;< h^ix^zc^^) -6, 7-5?tKP-5H-i/^n^ [d] M'yV" 

p Cl. 5-a] t°y ^v>>\ 

(230) 8 - (3 --<>W5y) -2-^^/U-3- (2-^f^->-4 

t"r/n [i, 5-a] try 5^ 

15 (231) 8- (N-^/U-N-v'^PT/P tVl^^T*^/) -3- (2- 

h^7i^) -6, 7-^tKn-5H-^P^ 

[d] t°7^p [i, 5-a] try 

(232) 8 - (N-^otVl^-N- zc^)V) *^-)X>T^J) - 
2-ff-}V- 3- (2-^np-4-^^7x^) -6, 7-v^F 

20 d-5H-^b^ [d] [1, 5-a] t?y§5?>\ 

(233) 8 - (N-7*ok>-N- (4-^77 7x^) ^ - 
2-7<fvl'-3- (2-^ p p-4-p< KV7s-/>) -6, 7-v ? tK 
n-5H-^o^ [d] fyy'a [1, 5-a] fc'y^v^ 

(234) 8 - (N-^^ d 7"n tVM f^-N-^ f;V7 ? /) 

25 -3- (2-^PP-4-^K'77x-^) -6, 7-v ? tKn-5H- 

^n^<>* [d] ty/p [i, 5-a] try 
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(235) 8 - (N-^-N-n-7W^) 

- 3 - (2 ^ fvV- 4 - t Kn^f^7x^) -6, 7 - v>t Kp - 5 H 
-v-^n^^ [d] £9/n [l, 5-a] t°y^v^ 

(236) 8 - (N-^^-N-n-^/l'T^V) -2-t Ka^r^f^ 
5 -3- (2-^^-4-^ h*i/7*-JU) -6, 7-^tKn-5H- 

i/^P^^ [d] t'yy'n [1, 5-a] fc°])^^ 

(237) 8 - (N-^ntV^-N- (2-^ h^rW ^ y^^) T^7) - 
2-^^-3- (2-^f/l'-4-^l>^7s^V) -6, 7-^tK 

i 

n-5H-^n^ [d] t°7^n [1, 5-a] fc°JJ^v^ 
10 (238) 8 - (N-^^/l— N- n-^W5 /) - 2 - t Ko^rW ^ J 

h*r^7^~M -6, 7-5?kKo- 
5H-^0^ [d] f7yo [1, 5-a] f^v^, 

(239) 8- [ ( 2 S ) Ko^rW 5 / 7^ V- 2 — f ;V] T^y- 

(2-^ ^/l^-4-y Y^-i/y^^jV) -6, 7-v=tK 
15 n-5H-^n^ [d] fc°7 N /n [1, 5-a] t'H^ 

(240) 8 - [(IS) - 1 - i/T J 7°* \f;VT 5 / ] - 2 - * 3 - ( 2 
-^^7W-4-^ Y^-i/7x.=-M -6, 7-v?tKn-5H-^o^ 

* [d] t°7^P [1, 5-a] 

(241) 8- (N-if^-N-n-^W5y) -2-^7/-3- (2 
20 4— * \>$ri/7 -6, 7-J?tKo-5H-^o^ 

* [d] b c 7>/p [1, 5-a] 

(242) 1 -v-T/- 2-^^- 8- (3-^y^/KT^ y) -3- (2- 
^nn-4-^^7i^) -6, Kn-5H-^n^ 

[d] t°PP [1, 2- a] tfP 
25 (243) 1 - 7 - 2 - ^ f ;V- 8 - ^n t>7 ^ / - 3 - (2-^pp 
-4-n#^7j^) -6, 7-^tKn-5H-^n^ [d] 
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t°PP [1, 2-a] try 5 5?^ 

(244) 2, ^'-^f;W4-7^-l- (2-^^/>-4-^ 
^=l;V) -'6, 7,-5?tKn-5H-^o^ [e] t'nc [2, 3- 

b] t°y^^ % 

5 (245) 2, 3 -v J ^^-4-cn^^7yl-^=^T^ 7- 1 - ( 2 - ^ fvt- 
-4 -7* Y**s7x.~;V) -6, 7-^t KP-5H-v^P^y^ [e] 
t°PP ['2, 3-b] t°y 

(246) 2, 3 -v J ^^-4-^ntVUT5/-l- (2-^^-4-^ 
h^v-^a^/H -6, 7-v>t Ko-5H-^n^ [e] t°PP [2, 

10 3-b] t°y^v N 

(247) 2,: 3- i?* 4- (N-^^;^=7l^-N-yp f/V7 $ 
7) -1- (2-^^-4-^f^7j^V) -6, 7-v ? tKn-5 
H-S^P'*!** [e] t°pn [2, 3-b] t°yi^ 

(248) 2, 3 -v 5 y^-4-v > 7 p D tVl^T5:y-l- (2-^^-4- 
15 ^ h^^7x^) -6, 7-^kK0-5H-^n^ [e] t°n n 

[2, 3-b] tfy^y, 

(249) 8- (4-^W?y) -3- (2, 6 - v 5 ^ ?vV- 4 - * h 3r 
>>7^=-7^) -6, 7-^tKP-5H-^P^ [d] MjVn [1, 
5 - a ] t° y ^ 

20 (250) 8-^0^7^-3- (2, 6-^f/l/-4-n^7i 
~M -6, 7-^tKn-5H-^D^ [d] t 0 7 N /n [l, 5- 
a] t°y 5i?y 

(251) 8- (N-v'^P^PtVM^-N-T'PtVl/T^/) -3 - (2, 
6-^f;l/-4-^Kv'7i=;i') -6, 7 - v>t Kn - 5 H- i/* n 

25 -<^* [d] t°7^P [1, 5- a] t°y^v>^ N 

(252) 8- (N-^^-N-V^ oy D W y) -3- (2, 



417 



WO 02/053565 



PCT/JP01/11581 



i 

[d] fc'^/n [1, 5 -a] fc°U^v>>\ 

(253) 8 - (N-^n/n fcVM^-N- , 
7 5/) -3 - (2, 6-^f^-4-^h^7x^) -6, 7-v> 

5 kKn-5H-^n^ [d] tfy^n [l, 5-a] fc°lUv^ 

(254) 8 - (N-7"n tVU-N- (4-7;^n7x^;Mf ;H 7^) 
-3- (2, 6-v J ^^/^-4-^ f^->7^^/^) -6, 
5H-^n^ [d] t°7/n El, 5-a] fU^v^ 

(255) 8-v ? v'^n7 0 DtV^5 L /W7^y-3- (2, 6-v^?vU-4- 
10 * Y*-y7 ^~}V) -6, 7-v?tFo-5H-^o^ [d] t°yy\ 

p [i, 5-a] t° y s: v 5 ^ 

(256) 8 - (N-^^-N-v"^ n7a fcVl^ ^vt/T 5 /) -3- (2, 
6-^^-4 V^i/y^-^M -6, 7-^tFn-5H-^n 

Cd] M°y^n [1, 5-a] t'U^v^ 
15 (257) 8 - (N-i/^ n^n tV^^^/^-N- (4 -^/^P 7^— 7^) p< 
W^y) -3- (2, 6-v J ^^/V-4-p< h^V:7^~/V) ^6, 7 
-^tKP-5H-^n^ [d] t7)/P [1, 5-a] t°V 
(258) 2, 3 f ;v- 4 - (N-if^-N-^yf ;V7 ^ ) -l- ( 2 
-^^-;^-A-^Y^yy^^;v) -6, 7-i?tKn-5H-^n^ 

20 ^ [e] fpn [2, 3-b] fc°y ^>-^6>3i{msit*©tEian-iBi6© 

i 8 . fi^W, 

(1) 8- ( 3 -^i/^r 5; /) -2-^^-3- (2-/fvv—4-/ 
25 fdrv-y^/k) -5, [3, 4-d] \?yV*v [1, 

5-a] t°JJ ^ v^ N 
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(2) 9- (3-^W5/) - 6 -*=?IV- 5 - (2-^f/W4-^' 
f^7x=;u) -2, [3, 2-d] t°^/p [1, 

5 -a] t°y $v?y N 

(3) 8- (3 -^fVVTS 7) -2-^^-3- 

5 h^i/y^M -5, 7-i?tKP-7B [3, 4-d] t?7y*n [ 1 , 
5- a] 

(4) 9- ( 3 -^fW7 5 7 ) -6-^^-5- (2-^^-4-t« 
h^i/7x=^) -2, 3-^tKn-7D [3, 2-d] ^/n [1, 
5 -a] t°y 

10 (5) 9- (3-^^/VT^y) -6-^^-5- (2-^^-4-7< 
^^fi/7i=^) -2, 3-^kKn-t'nn [3, 2-d] fy^n [1, 
5 - a ] f y 5 v 5 ^ 

(6) 8-^y7 P Pt°;l^T^y-2-^^-3- (2-/^-4-^ Y^- 
i/7 ZX.-JV) -5, 7-v ! tFn-7D [3, 4-d] f^n [1, 5- 

15 a] fc°y 

(7) 8- [ (2 S) - 1, 1-^ Y*^7?y-2-4 )V\ 
^f-/V-3- (2-* t ?A'-4—*Y*i/7x.~A') -5, 7-i?tKo- 
7o [3, 4-d] h'^y'n [l, 5-a] k'H^y 

(8) 8- (1, 3-v 5 ^ h^>/o^y- T$ /- 2-^f;v- 
20 3- (2-^^-4-^^7i^) -5, 7-S?fcKn-7o [3, 

'4-d] fc°yy*n [1, 5-a] t-y^v 5 ^ 

(9) 8 -If* (2-^b^^^) 757-2-^^-3- (2-^5^ 
^-4-n^7i^) -5, 7-i?tKn-7B [3, 4-d] t°7 

y*n [1, 5-a] try 

25 (10) (5RS) -8 - (3-^f^7 5/ ) ~ 2, 5-^^-3- (2 

f^^7x^) -5, 7-v^t KD-7P [3, 4-d] 
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t°7i/p [l,"->-a] k°y $v^ N 

(11) 8- -2-><^-3- (2-^^-4-^ 

Y*i/y^=-/V) -5.,' 7-^tKo-k'PP [3, 4-d] fc^j/n [1, 
5-a] k°y ^v 5 ^ 
5 (12) 8-r (N-ynfA'-N- (2-t,K'P^f^) TX/) -2-/ 
(2-^^-4-p< hdf-V7a^>V) -5, 7-^kKn-7 
O [3, 4-d] f7^/n [1, 5-a] 

(13) 8 -v^ tVV7 5; /- 2-^^-3- (2-^^-4-^ h 
^■i/y^M - 5„ 7-v ? tKn-7o [3, 4-d] ^7^n [l, 5 

10 -a] t-y 

(14) 8 - (N- * fvl'-N- 5^ n tVWT 5 7 ) - 2 - * 3- As- 3 - ( 2 
-7tf/l/-4-^^7i^/l/) -5, 7-^tKn-7B [3, 4-d] 
t°7)/D [1, 5-a] 

(15) 8- [ (2R) - 1 h^^^^-2--f/^] T^/-2-y^/V 
15 -3-(2-^f;l'-4-n^7i^)-5 1 7-i?tKP-7P[3, 

4-d] fc'y/n [1, 5-a] fc'U^v^ 

(16) 8- [ (2R) T^y-2-7<^/V 
-3 - (2-^^-4-7^ Y^-yy^^jv) -2, 3-i?t Kb-7b [3, 
2-d] k°7 N /n [1, 5-a] t 1 !) 

20 (17) 8- (N-V^PT'nWf^-N- p^/V 
7^;) -2-^^-3- (2-^f;V-4-^ f^7a^) -5, 
7-v?tKP-7P [3, 4-d] [1, 5-a] t°H^>s 

(18) 8- (3-^^/KT^/) -2-^^-3- (2-^pp-4-x 
h^v^^-AO -5, 7-^Kn-7P [3, 4-d] M'y^/n [1, 

25 5 - a ] t° U ^ 

(19) . 8- (N-v'^n7 e nt°/I/-N- (4-^f-^7*=/V) *?fl'T%S) 
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-2-^^-3- (2-^PD-4-^ h^rv'7x^) -5, 7-5?fc' 
Kd-70 [3, 4-d] fc^/P [1, 5-a] tT>J$$?>\ 

(20) 8- (N-^o/oWf^-N- 

-2- J f-;V- 3 - (2-^on-4-^ b^i/7as/l/) -5, 
5 7-i?tKo-7D [3, 4-d] f^n [1, 5-a] t'JJ^v^ 

(21) 8- (N-^ntV^-N- (4-7^0 71-^) ^f-A^7^/) - 
2-^^-3- (2-^P-4-n^7s=/V) -5, K 
D-7P [3, 4-d] \l°7V"v [1, 5-a] trUSS?^ 

(22) 8- (N-i/^n7 P DtVMf^-N- (4 - ^ fW-^? X--/W) * 
10 f;V7 5 7) -2-^f-^-3- (2-7on-4-^^77x^) - 

5, 7-^tFo-7n [3, 4-d] f^/P [1, 5-a] fc'JJ 

(23) 8- (N, N-v^p tVUT^y) -2-^^-3- (2-^PD- 

i 

4- ^h^>7x=/V) -5, 7-v?kFn~7P [3, 4-d] t°7^n 

[i, 5-a] t°y ^v>:a 

15 (24) 8- (N, N-^^/WT^y) -2-^ s f-/V-S~ (2-? DP- 4 
h^i/7^^/1^) -5, K p — "7 p [3, 4-d] [l, 

5- a] k°y $ v 5 ^ . 

(25) 8- (N-^Ptvi^-N- (4-y^7^^/i^) y^r$:y) -2 

-^f^- 3 - (2-^nn-4-n^7j^) -5, 7-i/fcKP 
20 -7P [3, 4-d] t°7^P [1, 5-a] fc'U^v^ 

(26) 8- (N-y^/^-N-yPtVl/T^y) -2-^^-3- (2-^ 

b^'>7x^/k) -5, 7-v f fcKP-7P [3, 4-d] t° 
yy*P [1, 5-a] fJU^ 

(27) 8- -2-*f->V-3- (2-^n-4-^ 
25 l^^oi^/p) -5, 7-^Fp-7p [3, 4-d] t°y^P [ 1 , 

5-a] IfJU^ 
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(28) 8- (Nr^-N-xWU) 2-^771"- 3- 

u-4—*}>**/7.±~/l>) -5, 7-^tKo-7P [3, 4-d] \fy 

'' ',*' 1 

y*p [1, 5-a] t°y 

I. I • i 

(29) 8 - p .tTyV> fvl^T 5 / - 2 - ^ ?7V- 3-(2-^n- 
5 4_^|,^7 f -;i,) -5, 7-^kKq-7o [3, 4-d] fy^/P 

[l, 1 5-a] t°!J 5^ 

(30) 8- (N-^ p^p W f^-N-^P W 5 / ) 

-3 - (2-^PP-4-^ - 5, KP-7P [3, 

4-d] t'7^P [1, 5-a] f'J 
10 (31) 8- (N- {2-y*f=^M -N-^PtVWT^/) -2-^^-3 ■ 
- (2-^op-4-^ f^^7^^V) -5, 7-i?kKn-7d [3, 

4- d] t'7^/P [1, 5-a] tTJJSS^ 

(32) 8- (N-^^-N- (2-^ h^^^) 7$/) -2-^A- 
-3- (2-^pp-4-^ Y*\/7^~;V) -5, Kd-7o [3, 

15 4-d] fyyn [1, 5-a] flT^v^ 

(33) 8- (N-7°n tVW-N- (4 - ^ f^*^V7x^) 
7*fvV75/) -2-^^-3- (2-^nn-4-^hW*=/V) 
-5, 7-5?tKn-7P [3, 4-d] fc°yy*P [1, 5-a] tfJJSS? 

20 (34) 8- (3-^W^7) -2-^^-3- (2-^pp-4-^ 
h^v^^/lO -5, 7-i?tKf-7a [3, 4-d] t°yy*P [1, 

5- a] t 0 !)^^ 

(35) 8 - (N-'^o7'nWW5;-N- (4-7^o7s=/V) 
^=f-)VT^J) -2-^^-3- (2-^PP-4-^ h^r^7^-/V) 
25 -5, 7-^kFP-7P [3, 4-d] fc^/P [l, 5-a] fcT!7$S? 
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(36) 8- (N^-^v^-N- T^S) ~2 
-t^jis-S'- (2-? X2V-4-/ Y**y7^~;V) -5, 7-v^Kp 
-7D .[3', 4-d] fyV^P [1, 5-a] t'U^^^ 2 

(37) 8- (N- {2-7*J-~;V) -N-xW^) - 2-^/^-3 - 
5 a: =yl/) - 5, ' 7 - 9 JM Ko-7p [3, 4 

-d] \f 7^X3-11, 5-a] t o y$v?^ N - 

(38) 8-- (N- {2-y^=-JV) -N-v-^n^ntVW^f-zVT^y) -2 

- .(2-^o-4-^ f^7i^) -5, 
-7o [3, 4-d'] t'yy'n [l, 5-a] t°y^v^ 
10 (39) 8- (N- V^n^ntVl— N- (4 — ^ ^7^-^/1/) tf-AsT 

$;/) -2^^^/V-3- (2-^Dn-4-n^7i^) -5, 7 
-v?tKD-7P [3, 4-d] t^y'n [1, 5-a] ¥}) 

(40) 8- (N— 7n tV^-N- (4 ^7^^-7^^;^) ^W57) 
-2-^^-3- (2-^na-4-^ b^^7^^^) -5, 7-i?fc 

15 Ko-7P [3, 4-d] k'^ya [l, 5-a] fc°y$v^ 

(41) 8- (N-^P7"P^-N- (4-7;i/tP7x=;V) ^=f-fVT^ 
J) -2-/ f-/V- 3 - (2-^ h^rv-^i^/W -5, 7- 
^7tFP-7P [3, 4-d] t°7 7'D [1, 5-a] fHi^, 

(42) 8- (N-^o fcVl'-N- (3-77^P7ai=yU) t^/UT^S) - 
20 2-^^-3- (2-^Dcr-4-^ h^ri/7^^^) -5, 

P-7D [3, 4-d] fyyp [1, 5-a] t'U^^ 

(43) 8- (N-^PtVV-N- Hyy [d] 1, 3-^7 7^-5- 
-f/W) ^f^7^;) -2-^5vW-3- (2 pp-4-^ b^7x 
~M -5, 7-^tFo-7P [3, 4-d] t°7/n [1, 5-a] t° 

25 V ^ vy, 

(44) 8- (N-^^A'-N-V^ P7 , n 7) -2-* s f-;V 
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i 

4-d] M D 7V'u [1, 5-a] fcT!U^ 

(45) 8- (N-:/^-N- (2-7^^) T^y) -2-^f/U-3- 
(2-^dp-4-^^7i-^) -5, 7-i/tKn-7D [3, 4 

5 -d] t'7)/D [1, 5-a] t°y^v?>\ 

(46) 8 - P 7o fcW^ ^VW7 5 / - 2 - ^ 5vV- 3 - ( 2 - y 9=7V- 
4-^ b^r^x^) -5, 7-^tFn-7D [3, 4-d] t°7 N /P 

[1, 5-a] t°U 

(47) 8- '(N-^;U-N-iW5y) -2-^^-3- (2-.^ 
10 h^>:7^^) -5, 7-^tFP-7P [3, 4~d] 

y*a [i, 5-a] try ^v 5 ^, 

(48) 8- (N-^^-N-^otVkT^y) -2-^^-3- (2-y ' 
f/K4-^Ri/7i=;l') -5, 7-^kFn-7P [3, 4 — 1 d3 t° 
7 n /p [1, 5-a] t°]J 

15 (49) 8- (N, N-v^p tV^T5 7) -2-^^-3- (2-7<fvk- 
4-^F^rv/7x^) -5, 7-i>tFP-7P [3, 4-d] 
[1, 5-a] t o y 

(50) 8-bT* (2-^ h^^^V) 75 7-2-^^-3- 

P-4 -7 KV7i^V) -5, KP-7P [3, 4-d] t°7 

20 [1, 5-a] t°]J 5$?^ 

(51) 8- (N-^^-N- (4 -7 /^P 7^/1/) tJ-frT^S) -2 
-y^/V-3- (2-^dd-4-^ f^v^7x-;l/) -5, 7-v ? tKP 
-7P [3, 4-d] t°7^n [1, 5-a] b°y£>v^ N 

(52) 8- (N-^/k-N- (4-7;^P7x=;I/) ^^vl-T^/) -2 
25 -^^-3- (2-7'^-4-^ ;3 f-i / 7i^) -5, 7-v^kKP 

-7P [3, 4-d] t°7y'o [1, 5-a] t°n^ 
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(53) 8- (N-^/u-N- T^y) - 2- tf-JV- 
(2-^f;K4-^^7i^V) -5, 7-^tFn-7P [3, 4 

-d] b'^y'n [1, 5 -a] t o y^v^ 

(54) 8- (N-^ntW-N- (2 -ZfJ-y /V) 75/) -2-^^-3 
5 - (2-^f;P-4-^^7i^) -5, Kp-7p [3, 

4-d] fyy-p [1, 5 -a] t°y$^^ 

(55) 8- (N-^ntVV-N- (4 ^-A^-HrV x.~>V) 
-2-^f-JV-Z- (2-^f^-4-n^7i-/V) -5, 7-v>t 
Ko-7P [3, 4-d] ^7^o [1, 5- a] 5:.v>^ s 

10 (56) 8- (N-^ntV^-N- [d] 1, 3-^77>-5- 

-Ol-O ^W5 7) -2-^^-3- (2-^f^-4-^h^i/7i' 
=/1<0 -5, 7-7tKn-7P [3, 4-d] b?7/P [1, 5-a] fc° 

(57) 8- (N-^^^-N-i/ynynfcVM^vKT^/) 

15 -3 - (2-^f^-4-^ b^<>7i=;U) - 5, 7-S?tKP-7P[3, 
4-d] fc a 7/n [1, 5-a] fy^v^ 

(58) 8- (N-v-y n:/n fcVMfvU-N- (4 - h!J7;VtP^ 

-yV) ^f-;U7^7) -2-^^/V-3- (2-^o-4->^i/7s 
~/U) -5, 7-5?tKo-7o [3, 4-d] t^V'P [1, 5-a] fc° 

20 y 5 

(59) 8- (N-v^ P7°P (4-M)7^tn>f/W7x 
=7l0 ^^T5/) - 2-^ 3 - (2-^^-4-n^fV7i 

-5, 7-i?tKP-7P [3, 4-d] t'7)/P [l, 5-a] fc° 
y 5 5?^ 

25 (60) 8 - (N-^ntVl—N- (4->777j^) p'Tvl'TS/) -2 
-yfvV- 3 - (2 - t-f-A'—A—t V^-i/VaL^/U) -5, 7-v^kKP 
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-7P [3, 4-d] t c 7^/n [1 ( 5-a] t°y$v^ 
(61) 8- (|r^^'Pynt>-N- (4-7/Vto7x^) / ^~)V7 ^ 
y) _ 2 -^f-/^-3- (2-^Dn-4-^f^^7i^) -5, 7- 
i>tKn-7n [3, 4-d] fc 0 yy*P [1, 5-a] t°y5v^ 
5 (62) 8- (N-r>^o'/P^-N- (4-7;Vto7i^) ^ 

y) ^2-^^-3- (2-^^-4-7^ 'hdF-i/7*=/V) -5, 7- 
i?tKo-70 [3, 4-d] t°7/n [li 5-a] tfySS^ 

(63) 8- (N-i>^ P^Ptr/M^/U-N- (4-7;^o7x^) ^ 

-2-^,f-/V-3- (2-^^/1^-4-^ h^v , 7rt-;V) -5, 
10 7-^tKn-7P [3, 4-d] tT7> f o"[-l, 5-a] t'U^v 5 ^ 

(64) 8-, (N-yp tVV-N- (2-^ h^>^f-M r^y) 

,U- 3 - (2-^pp-4-^ hdr^7^^/V) -5, 7-v?tKn-7P 
[3, 4-d] fy/P [1, 5-a] t°y 

(65) 8- (N-^PtVl^-N- (2-^ h^v^^yv) T^/) -2-^ 
15 /U- 3- (2-^f^-4-^b^7x^) -5, 7-^tKn-7C 

[3, 4-d].t°7^/P [1, 5-a] Ify^v^ 

(66) 8- (N-^fvV-N- (4-^^^^-7*=/V) ^ ^vWT 5 7 ) - 

2-^^-3- (2-^pp-4-y y^vy^jv) -5, 

P-7D [3, 4-d] t°7y*n [1, 5-a] t'y^v 5 ^. 
20 (67) 8 - (N-^fVl—N- (4-^f^ft7x^) ^/WT?/) - 
2-^^-3- (2-^f^-4-n^7x^) -5, 7-v^tK 
P-7P [3, 4-d] t°7^P [1, 5-a] fcTPSi^ 

(68) 8- (N-^/V-N- (2-^ h^v^fvP) 7^/) 

-3 - (2-^^-4-^ h^v^^/k) -5, 7-i^t KO-7P [3, 
25 4-d] t° 7 /o [1, 5-a] t°y 

(69) 8- (N-v^^n7oWf;l/-N-7n tWT^y) -2-^^ 
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-3 - (2-/^-4-/ b**S7*-M -5, 7-5?tKB-7B[3, 
[1, 5 -a] 

; i 

(70) 8-'(N-7 s t 3 tW-N- (5-^f;U77y-2-^;u) /fv^75 
/) -2-^^-3- (2-^nD-4-^' f^^i^) -5, 7- 

5 v>fc KP-7P ' [3, 4- d] t°7^n [1, 5 - a] t°U ^ v 5 ^ 

(71) 8- (N-^^c t°;l^-N- ( 5 -> fvV7 7 2 -- < ^) ^f^75 

i 

/) -2-y^/U-3- (2-^f^-4-^ f^f^7x=^) -5, 7- 
i?kKP-7P ,[3, 4-d] t°y>/n [i, 5- a] tf !) 

(72) 8- (N-^n/D^Mf^-N- (2-^ h^^fvU) 7 5 /) 
10 -2-/5^-3- (2 -/ ^-4-y >4V7xS^) -5, 7— 5?fc 

Ko-7P' [3, 4-d] h'yy'xn [ 1 , 5-a] t'JJ^v 5 ^ 

(73) 8- (N-7°p tf/U-N- (4- h V 7;^n^W=3^>7i=;l/) 
^W^)»^2->f^-3- (2-y^l—4-y hWx=/l/) 
-5, 7 --7fc Kn-7n [3, 4-d] t°7 N /n [1, 5-a] t'U^v? 

15 ^ 

(74) 8- (N-yntf/l^-N- (4-7;^D7x^) /9VI-7 5/) - 
2-/^-3- (2-^f;V-4-n^7i-^) -5, 7-v>fcK 
D-7P [3, 4-d] t°7^P [1, 5-a] fcry$$^\ 

(75) 8- (N-^n7"nWf^-N- (2 - T^-^) 75/) -2 
20 (2-^^-4-^ h^fV7i^) -5, 

-7D [3, 4-d] t°7/D [1, 5-a] t'D v7>, 

(76) 8- (N- (2-^ h^rv^^/V) — N— (2-7*^-/1") 7 5/) - 
2-/5v^-3- (2-/^-4-/ h^V7*^) -5, 7 —i?t K 
D-7n [3, 4-d] t°7^n [l, 5-a] fc°J)5^>\ 

25 (77) 8- (N— (2-/ b^v^/U) — N— (2-7^-/1-) 75/) - 
2 - / 3 - (2-7nn-4-^f^/7x^) - 5, 7-v^K 
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P-7D [3, 4-d] t°^yn [1, 5-a] tfJlSi^ 

i 

(78) 8- (N-^^v'/^-N-V^PT'n MjVT%J) -2-t?-/y-3- 
(2-^pp-4-^^>7x^) -5, 7-^tFn-7P [3, 4, 

-d] t'^yn [1, 5-a] fc'JJSv^ 
5 (79) 8- (N-^^/V-N-^ P^n tVVT^;) -2-^>V-3.- 
(2-^f-^-4-7« -5, 7-^tKo-7o [3, 4 

-d] fc^/P [1, 5-a] 

(80) 8- (N-v^p^p fcVM^Vl'-N- (2-7 h^v^fv^) T^/) 
- 2 - 7 3 - (2-^DD-4-/f^7i^) -5, 

10 KP-7P [3, 4-d] t'7)/P [1, 5-a] k'!) 

(81) 8- (3-^yf^7^y) -2-^^-3- (2, ! 
4-^h^v^7^^/H -5, 7-v^tFP-7P [3, 4-d] M'y^/u ' 

[1, 5-a] 

(82) 8- (N-i/^n^o^-N- (4-i/T;7 I ^) 7 5vKT5/) 
15 -2-7fW-3- (2-^ pp-4~7 -5, 7-v>t 

FD-7P [3, 4-d] t°7)/P [1, 5-a] tfj^v^ 

(83) 8- (N-^PT'n^-N- (4-v'7y7i-^) 7fvI/T^/) 
-2-/ 3 - (2 -^/V-4-7< f^fi/7a^-/V) -5, 7-v 5 t 
KO-7P [3, 4-d] k°7^P [1, 5-a] tT!JSS^ 

20 (84) 8-^^757-2-^^-3 - (2->f/W-4-^ b^>7 
^-/v) -5, 7-5?kKn-7P [3, 4-d] tfyy'P [l, 5-a] 
try $*J> y 

(85) 8- (N-xf/V-N-^pypf/W^W^) - 2-^f-/^- 
3- (2-^PP-4-y f^77x^) -5, 7-'7kKP-7P [3, 

25 4-d] [1, 5-a] bfy^v^ 

(86) 8- (N-xf /V-N-^ P7*D W f /I'T? 7) -2-^^/V- 
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3- (2-^f7W4-^Hi/7i^) - 5, 7-v^tKn-7o [3, 

4- d] t^yp [1, 5 -a] 

(87) S-'ON-v^p^p fcVM^-N- (4->7/7i^) y 7^ 
T^y) -2-/^-3- (2-^nn-4-^ Y*\/7 -5, 

5 7-i?tKP-l7 0 [3, 4-d] fc^/P [1, 5-a] tf!J$S?>\ 

(88) 8- (N-'^OT'oWfyl'-N- (4-i/7;7s-^) 

i 

75/) -2-^^-3- (2-^^-4-^ h^v^^/l-) -5, 
7-^fcKn-7t3 [3, 4-d] t°7>/n [1, 5-a] t^v^y, 

(89) 8- (N-^frfcVV-N- <cf-*7^>- * ^7 ^ J ) - 
10 2 - y ^JV- 3-(2-^PP-4-^ h =3r->7 * ~/V) - 5 , 7 — i^fc K 

n-7n:[3, 4-d] fy^/p [1, 5-a] t°U ^v 5 ^ 

(90) 8- (n-7p n- =^y- 2 — fyv) y^A- 

T^y) -2-^^-3- (2-^PP-4-^ h=3r^7x^) -5, 
7-«7tKn-7B [3, 4-d] t'7^P [1, 5-a] t'D^v^ 
15 (91) 8 - (N-7f;l'-N-^P7pWW?/) - 2-/f^- 

3- (2-^pd-4-^^77i^) -5, 7-^tKP-7P [3, 

4- d] k'7^P [1, 5-a] 

(92) 8- (N-7^/l— N-^pyntVl^^vVT^/) -2-y5vV- 
3- (2-^ ^-4-^ Y*i<"7 zl=./V) -5, 7-v f kKP-7P [3, 

20 4-d] M'y^/n [1, 5-a] t'D^v 5 ^ 

(93) 8- (N — 7°P tVW— N— (^^^^- 3-^/1^) y^vKTS:/) - 
2-^^-3- (2-^f;V-4-n^77x^;l/) -5, 7-v>fcK 
n-7o [3, 4-d] t°yy*P [l, 5-a] tfy^v^ 

(94) 8- (N-7°P fcVl^-N- (5 -y^^-y^:/- 2 — f^) y =f-)V 

25 r^y) - 2 3 - (2-y^yu-4-y f^y7i-/>) -5, 

7-7tKn-7P [3, 4-d] b^y'p [l, 5-a] fc o y^>^ N 
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(95) 8- (N-^P tVU-N- (2-7/VtD7x^) ^^)VT%J) ~ 
2-^^-3- (2-^a-4-n^7a^) -5, 7-S?fcK 
P-7P [3, 4-d] t°yy*P [1, 5- a] l^!)^^ 

(96) 8- (N-7°p t'/W-N- (2-7^D7x^) - 
5 2-^f^-3- (2-^f/V-4-^f^7x-;V) -5, 7~v>t K 

D-7D [3, 4-d] t'7y~D [1, 5- a] t°y$v^ 

(97) 8- (N-xf/l'-N-ytitf/l/T?/) -2-^^-3- (2-7 
^-4-^ h^y^^/l/) -5, 7-^tKn-7n [3, 4-d] t c 

yy*p [i, 5- a] try v^y, 

10 (98) 8- (N-x^-N-7*P W^) - 2-^^-3- (2-^ 
pp _4_^^7i^) -5, 7-v?k Ko-7o [3, 4-d] t° 
y/p [1 , 5- a] t°y * v 5 ^ 

(99) 8- (3-^W57) -2-^^-3- (2, 6-^7^- 

^*/ 7t ^) -5, 7-5?tKB-7B [3, 4-d] t°7/P 

is [i, 5- a] try ^y, 

(100) 8- (N-^^-N- (4-7^tP7i^) t^AsT^ S) - 
2-^^-3- (2-^f;l'-4-^fWa^) -5, 7-v>t K 
D-7D [3, 4-d] t°yy*P [1, 5-a] fcTySi^ 

(101) 8- (N-^/i^-N- (4-7;^o7x^/v) 7 5^7^7) - 
20 2-7 5^-3- (2-^no-4-^*V7i=;l') -5, 7-'7tK 

p-7p [3, 4-d] t°yy*P [1, 5-a] tfy$e?>\ 

(102) 8- (3 °yW5 7) -2-^^-3- (2-ypP-4, 

6-7n^7x^) -5, 7-v J tKn-yn [3, 4-d] t°yy* 

p [i, 5-a] try vyy, 

25 (103) 8 - (4 -^^-/1/7^7) -2-7^-3- (2-7yV^-4- 
*\>*r*/7*-M -5, 7-i?tFP-7B [3, 4-d] fcTyVn [1, 
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5- a] trys^ 

(104) 8- (N, N-v^p tVWT5 /) -3- (2-^no-4->h^ 
v^m^/V) -5, 7-5?tKo-7P [3, 4-d] t°?y*P [1, 5-' 

a] t°y 

5 (105) 8- (N-v^ d/p Wf/U-N-^n \HjV7 5 /) ~3- (2 

hlriyy^-M -5, 7-^kKo-7n [3, 4-d] 

tr^y** [i, 5 -a] try 

(106) 8- , (N-^V5?/l/-N-^ 07"o W W ^) -3- (2 

f^i/7x-^) -5, 7-v?tF'P-7P [3, 4-d] 
10 t°7/P [1, 5-a] l?iJ5^ 

(107) 8- (N-^c/aWf^-N- (4 ^^7*^71^) 

-3- (2-^dp-4-^ b^7x-^) -5, 7-^tK 

i 

n-7D [3, 4-d] fy^P [1, 5-a] tfy^i^ 

(108) 8- (N-y^n tVU-N- (2-^^>) 7?;) -3- (2-^ 
15 pp-4->F^7i-;>) -5, 7-i?KKo-7B [3, 4-d] t° 

[1, 5-a] t'y 

(109) 8- (N-7*f A--N-^ d7b WW -3- (2- 
^ p D _ 4 _^ |,^7i -5, 7-v/kKP-7P [3, 4-d] 
t'?yp [1, 5-a] t°y 5$?^ 

20 (110) 8- (3-^<^^T^y) -3- (2-^na-4-^^7s 
~/V) -5, 7-i?kKo-7B [3, 4-d] [1, 5-a] t° 

y 5 v^, 

(111) 8- (N-^P7PtVMf/WN- (4-7;^P7i^) ^ 
fvKT^y) -3- (2-^PP-4-^h^i/7x=/l/) -5, 7-S?fc 

25 KP-7P [3, 4-d] t°7^P [1, 5-a] K°})*i?y s 

(112) 8- (4-^7 P W^) -3- (2-^pd-4-^^7x 
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-5, 7-^tKD-7n [3, 4-d.] fc^^/P [1, 5 -a] t° 

(113) 8- (N-T/PtV^- N- (4-^f^7x^) - 
3 _ (2-^nn-4-^ h^f I?*-/!') -5, 7-i?tKo-7P [3, 

5 4-d]. t°^yp [1, 5- a] fy^v^ 

(114) ' 8- (N-/o^-N- (4 -7/^a^rc^7V) 

- 3 - (2-;pp-4-^ hdf.^7*=/V) -5, Kp-7p [3, 

4-d] ^7)/P [1, 5-a] tfyS5^\ 

(115) 8-v ? ^^n7°ntVW^^V'T^y-3- (2-^n-4-^ V* 
10 V7s=^) -5„ 7-v?tKP-7P [3, 4-d] k'^/P [1, 5- 

a] trp S^V. 

(116) 8- (N-^d7"pW^-N- (4-b!J77^a^W 

t^A'TKJ) -3- (2-^PP-4-^f^77i^) -5, 
KP-7P [3, 4-d] t°7>/P [1, 5-a] try$5?>\ 
15 (117) 8- (N-^P7PkVWN- (4-^^/V7^— A-) 5 
/) -3- (2-^PP-4-^b^7*^) -5, 7-7tKP-7 
n [3, 4-d] fy^n [1, 5-a] t°y ?v>>\ 

(118) 8- (N-yntV^-N- (4-V7/7x-;V) ^^VWTS/) - 
2-^^-3— (2-^PP-4-^ f^7x=^) -5, 7-^tK 

20 P-7P [3, 4-d] f^/n [1, 5-a] fc°y 

(119) 8- (N-v^ tVv^f;i/-N-^f;>7 5: / ) 

_ 3 _ (2-y ^-4-7< h^iS/l') -5, 7-v>t KP-7D [3, 

4-d] t°^/p [i, 5-a] try$5?^ 

(120) 8- (N-i^^n^ntVM^-N-^^/VT^y) -2-^^ 
25 -3- (2-^PP-4-^ b^v^^^U) -5, 7-^Kp-7p[3, 

4-d] k°7/P [1, 5-a] k^^v'y, 
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! 

(121) 8- ,(Nr^D N— (2->KW5;*f/l') 7^7) - 
2-^f L >^'3- (2-^^-4-^ b^rv'^i^^) -5, 7-v>tK 
D-7P ['3, 4-d] t 0 7i/p [1, 5- a] t?y$S?^\ 

(122) 8- [ (2S) - 1 -J 7^7-2 
5 -*fvU-3.- , (2-*?yl'-4-;* h«f^7s5^) -5, 

-7D [3, 4-d] t°7 N /n [1, 5- a], t°y ^ v>>\ 

(123) 9- (3 ?^7?y) -6-^^-5- (2-^^-4 - 

n^7s^)-7n [3, 2-d] fcT7^o [1, 5 -a] t° U ^ v> 

10 /cfi^rttbOTkfPtio 
1 9 . fc&mK 

(1) 8-kKn f ^>-2-^f/V-3- ( 2 - ^ fvU- 4 - f^7i = 
/V) -6, 7-5?tKo-5H-^o^ [d] [i, 5 -a] 

is tryss^ 

(2) 2-^5^/1^-3- (2-^^-4-7« f^v-^ni^/^) -8- [ (2 

5, 4R) -4-^ h^f- 2-^ Y^ri/^=f-)V\fu ]) 1 — f/V] - 

6, 7->>t Kn-5H-^o^ [d] bT^i/n [1, 5-a] try 

20 (3) 8- (1, 2, 5, B-TfytKPt^^l/) - 2-^f;V-3 - (2 

* [d] fy>/p [i, 5-a] try 

(4) 8- (1, 2, 3, 4— T h7t KD^y^/ y is- 2 — f/V) -2- 
;*5vl/-3- (2-^^-4-^ b^i/7^^/1^) -6, 7-v J tKo- 

25 5 H-^D^ [d] t°7^n [1, 5-a] tTy$S?>\ 

(5) 8- ( (3 S) -3-^ h^v^fvU- 1 , 2, 3, 4-7h7tKn 



433 



WO 02/053565 PCT/JPO 1/1 1581 



-< V y- 2 -4 As) -2-^^-3- ( 2-^fv^- 4 h^rv- 

^a^A-) -6, 7-^tKP-5H-^n^ [d] t°9/n [l, 
5- a] t°U 

(6) 8- (4-7*=/Vtr^95?^-l — - 2 ~P<^A- 3- (2- 
5 ^f^-4-n^7i-/H -6, 7-^tKn-5H-^n^ 

[d] k°7/n [1, 5-a] t°i)$^y, 2 

( 7 ) 8 _ ( 4 _ (2-^nn7*^) tV*?^- 1 -'f AO -2-^ 
A- 3- (2-^^-4-^ h^^-A) -6, 7-i^tKn-5H 

-i/^p^v* [d] tr9y*-p [i, 5- a ] t?y 

10 (8) 8- U-^l^SO&Atf^A-l, 2, 5, 6-fh7tKot^^ 
AO -2-^^A-3- (2-^f/>-4-^ b^r;/7x^) -6, 7- 
^tFB-5H-^o^ [d] t°yy*P [1, 5-a] fy^v 5 ^ 

(9) 8- (3- (3-^A-l, 2, 4-*'¥f-$?T3/— A"-5-*fA0 
-1, 2, 5, 6—r h7t KntrjJSW -2-^7-A—S- (2-*> 

15 ^-4-^^71^) - 6, 7-^fcKo-5H-^o^ [d] 
k'7V'o [1, 5-a] 5$^, 

(10) 8- (4- (4-? on^o^A) -1, 2, 5, 6-rh7tFot° 
PS?AO - 2 - ^ f"A- 3 - (2-/f/l/-4-^ f^x^) -6, 
7-v?tFn-5H-^P^ [d] t°yy*u [1, 5-a] fcTJJSS? 

20 ^ 

(11) 8- ( 3 isf-As***/) -2-p^A- 3 - (2-^^-4-^ 
h^v^o^A) -6, 7-i/tKP-5H-V^P^ [d] t°7Vv 
[1, 5-a] 

(12) 8- O-^^A-^vO -2-^A-3- (2-^nn-4-^ 
25 h^^^cn^yl^) -6, 7-^tKP-5H-^n^ [d] K 0 7 s /v 

[i, 5-a] try 
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(13) 8- (4-^/f;l't^v') -2-^^-3- (2-^nn-5-/ 
Y**y7x--JV) -6, 7-^tKn-5H-^o^ [d] t°yi/n 
[1, 5-a] t°y 5$?^ 

(14) 8--ry7 e nbVV^-^rv'-2-^f-/l— 3- (2-y crn-5-y 

5 v-7ji=/W) -6, 7-^tKn-5H-i/^n^ [d] t'7 N /n [i, 
5-a] t°y $5?>\ 

(15) 8-(l, 6 ^?i?^y-4-4/ls) **ls-2-t<?JV-Z- (2 

f^f^7x^) -6, 7 -S?fc Kn— 5 H-i/f v^<y 
* [d] t c 7^P [1, 5-a] t°y^v^ 
10 (16) 8- - 2-^^-3 - (2-7PP-5-^K 

arv-y^/V) -6, 7-5?fc Ko-5H-^D^y^ [d] b^/n [i, 
5-a] b°U 

(17) 8- (4-^^7rc^/k) -2-7 ! ^-3- (2-^^-/l— 4-^ 
h^v-^^^/V) -6, 7-^tKn-5H-^nX^ [d] k'^n 

15 [1, 5-a] try 

(18) 8- (2, 4-^pp7i^) -2-^^-3- (2-^^- 
4-^ h^v-y^n/W) -6, 7-i?tKP-5H-^P^ [d] fc° 

?y'p [i, 5-a] t°y 

(19) 8- (3-MJ7;^n^f/l/7x^) -2-p<^-3- (2-y 
20 fvV-4-7< h*^>7^~fr) -6, 7-v^t Kn - 5 H-iX;? [ d] 

t'^yn [1, 5-a] t°y ^ v>>\ 

(20) 8- (4-7< h^V7x^) -2-^^-3- (2-^^-4- 
pi h*i/-7*~M -6, 7-v?kFP-5H-i/7P^ [d] tf^y* 

n [i, 5-a] t°y ^y 

25 (21) 8- (3, 5-^DP7i^) -2-^^-3- (2-y^VV- 

4-y h^r-yy^^ju) -6, 7-yt Kp-5H-y^n^y^ [d] t° 
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i 

[1, 5-a] t°y - 
(22) 8 - ,(,2 - .?< ffr? -2-y- fvU- 3— ( 2 - fVW- 4-^ 

I>^V7s^) -61 7-^kFo-5H-^n^ [d] H°7 s /p 

i, 1 . 1 

[1, 5-a] t'.y 

5 (23) 8 - If* (a: h *^t/- 2 - / V-tV- 3 - ( 2 - * f 

t • 

j,^ 7x -;v) -6, 7-5?kKo-5H-^o^ [d] 

1 

t°7^n [1, 5-a] tTP 

(24) 8- 3-v ? ^-^y-2- , /^-/v) - 2-/ 

J-)V- 3 - (2-^f-/W-4 h^v^n^/V) -6, 7-5?fcKn-5 
10 H-i/^o^Id] t s 7/o [1, 5-a] tfy^v^ 

(25) 8- (2, .4-^y - 3 — <yJ-JV) -2-/J-/ls-3- (2-/ 
^_ 4 _^ y*i/y^~jV) - 6, 7-S?fc KP-5H-^P^[d] 
t°7i/n [1, 5-a] t°y 

(26) 8 -If* (iR^/^^) ^^-2-^^-3- (2-^n 
15 n-4-^f'^7i=/>) -6, 7-^tKP-5H-^o^ [d] 

[1, 5-a] t°y 

(27) 8- (1, 3-t Kn^^- 2-yPtVW) -2-^^-3- (2- 
^^-4-^^71^) -6, 7-^tKn-5H-^D^ 

[d] [1, 5-a] t°y$v^ 

20 (28) 8- (1, 3 -vM h^r^-2-yntVV) - 2 - TVW- 3 - (2- 
^^-/U-4-p< V^v^^-^) -6, 7-i?kFP-5H-^0^ 
[d] [1, 5-a] k'H^ 

(29) 8— (N, N-^^/Wfr/W^E-^/l^^/lO -2-^^-3- (2 
-^^-^-4 _p( l^dr^^^-zW) -6, Fn- 5H-v^ n^V 

25 * [d] [i, 5-a] fy^v 5 ^ 

(30) l—>7;-2-^f^-8-fc Kn^->-3- (2-^dd-4-^ 
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h*i/y a^AO - 6, Ko-5H-^n^ [d] t^n [ r, 

2- a] fc°JJ ^^^^IimSlttOgil fcfB«<Z>fb£fe, IrOm^ 

> 

5 2 0. fb<£W> 

(1) 6-^A-5- (2-^f^-4-^^>7i=/k) -9- [ (2 
S, 4R) - 4 h^ri^- 2 h^-v^^Afc'P JJ l — fA] - 
2, 3-^kKo-70 [3, 2-d] fc'^/n [l, 5-a] fc'y^v^ 

(2) 2-*^Jl>- 3 - (2-^f;V-4-^^7i^) -8- [ (2 
10 S, 4R) -4-^ h^V- 2-^ l^v^f-At'P y *J>- 1 ->fA] - 

5., 7-^kKn-7n [3, 4-d] t^/P [1, 5-a] t°y$v^ 

(3) 6-;*^A-5- (2-7^^-4 h^v^rc-A) -9- [ (2 
S, 4R) -4-;>< 2-^ h^>^5vI^t°P y v^- 1 --f A] - 
2, Kc2-t°PP [3, 2-d] [i, 5-a] k°'J5^ 

15 ^ N 

(4) 8- ( 3 -^^A^i/) - 3 - (2-^dp-4-^ 
b^v'^-A) -5, 7-^tHn-7n [3, 4-d] f^/p [1, 
5 - a ] f y $ 

(5) 8 - tf^. (oi h Az£-A) ^ 2-/ f-Sls- 3 - ( 2 P 
20 p-4 b^v^^A) -5, 7-i>tFn-7D [3, 4-d] fc°7 

y~P [1, 5-a] t°y ^ ^^b^ltftL^lf^OlElSl ^|B^(D^^ 

2 1 . tm(Dffi.m i ^iBm©-^ ( i ) T^ztizitft^ t<om^ 
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2 2. -fS&t (I) 




JJS^ C = 0£fcf4C = Sfc*fc>U 

10 (OtKHIBHK 

(ii) C 1~87;^/K 

(iii) C 2~8 7/^=^K 

(iv) C 2~ 8 T/V^r=A\ 

15 (vi)CF 3N 

(vii) v-TA 

(viii) - 

(ix) N R 9 R 1 0 R 9 fcJ;t>*R 10 ^tb^^5£LT, 
20 (ii) C 1~4 T/V^r/K 

(iii) C 3 ~ 1 0 b < Htrsi3^*ais 

(iv) l~4®<Dg.mm*s l~2ffi<0ifc*I!§t^:fcJ:tf/*fcttl~2fi 
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(v)c'§'~l OO^iiU<(j:-||^i1?> t>U<ttl-4«0* 

5 /^/u^t>-t 0 ) , 

(x)OR 11 R i: & 

(ii)C 1~47;^/K 
(Hi) C 5 ~ 6 (bftMfk^ 
io (iv) i~2fl©fi*g-7\ HB«5»*IS : ?-*3«ttJ { /*fctti<Bo?iitt^IjR 

Sr^^Ti 1 5 5 * fc tt 6 A <7>*SSj Sl> * 
(v)C 5~6<D^at>L< ttl~2B<^*M^\ HBOS^E^fc 

.ktf/.Sfcte lmomMm^^-t^ 5 6 A<0&atgt-cffiife 

15 (xi) S H, 

(xii) S(0) n R 12 nfiO, l£fcf±2&*frU R 12 « 

(i) C 1~4 7;^/K 

(ii) C 5 ~ 6 <E>^£, 

(iii) l-2fi©ft*jm^> lfiOtt^JW^feJltr/^fcftlflOfllEAW 
20 *&£#1-*5S^tt6A<0tt*l!U Sfctt 

(iv) C 5 ~ 6 ©^*SR<> t < f4 1 ~ 2 <B©S3!f Jg-fs 1 ©©I&fcOSt^ & 

£ x*/ & tz n i m (omftm* « 5 * & « 6 a -eiitft 

£ftfcC l~4 7/^^t. ) % 

(xiii) COR 11 , 
25 (xiv)COOR 11 , 

(xv)CONR 9 R 1( \ 
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(xvi) c 3 ~ i o t < &-m&i%mm, 

(xvii) l~4fl©S*JB^ i-2fl©K*JK : F*5J:tf/*fctti'-2fi©flt 
3»B(-?^*i-* 3-1 0H©^tt> L< &-gt:£»3t Sfcfi 

(xviii) ^u^yg^ CF 3 , OCF 3 , ^TA N R 9 R 1 ° N OR 
5 n % =N~OR 1 \ SH, S(0) n R 12 , COR 11 , COOR ! \ CONR 
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